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CX (T 1 ) 2 



(XVI) 



X 



> 



4CH 2 >t 




(If) 



(it*, r, r 1 ■» r 2 •» p. x. ask, t 1 %.zfR 6 nmm®m 

0T'&£o ) 

*38SI!ffc#«& (If) (is -j&it (XV) T^ns-ffc-^i- 

«xC (xvi) -c^$n**^y> aiift*xy» , 

JlifJ (CDI) Jti*?-* * A,i£—)\,*J4 X P'S-Jimt 

*KtSt;U it&ty (XV) fc*®5J£#l£fi<Drt:^ (XVI) t 
£fliflB*J£t*$&&f . MT7iSJufiT«#tni:3&<^fTt>n<5o X. 

9 
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( I h) 



(3;*. R. R 1 . R 2 . R 3 . R 5 . p. X. Y. RzyAMltm 

S£6I2&liAJlcDM&gR« t LT{£i&T;l/+;t^ fifty 
^SX(i<£MT;l,^-;l/S^Wr6{b^^X{±g|^SR 3 t LTte 

(J£JT> c©gj££N-y;u*;Uffc£l£fc^-5) 
Aj£ : &mW1t£%0 ( I g) (i. — flgst ( I e) T^£n<5ft;^ 



2 7 



WO 95/06635 



PCT/JP94/01436 



t-jRsS (XVII) -C7jk£tlZ<t4&b&E.l£ZiiZZtK£t)&io 
KD»<& (tlU X^»3d^T*'S) : ^SEEWfc^ (I e) 

t%.izmfcm(Dit&%Q (xi) t*ifrE^s&tts»*^^T7iiMiiD 

(2) (XI) frTJlrh K©*-£ : *SEEli. IfcTMS-^S 

t&T?&*K StfrttJ^ScDfl:-^ (I e) T^U^t K\ R 5 -C 
HO (XVH) b* M.7zMb&%.fc&-&Zo C07;l/+;Hki:J;^ 
ffinZKfciZtzmsZ-tZN-R 6 "Cltti < . N-CH 2 — R 6 

: 

fk^-^J (XI) frTJlf-JW^j FXltT JUrJ\sXJl*%- b<D 
: (ffiU Xli^JfH^e&^o ) : £££S©Yfc-£fcl (I f) 

b&mfc*m&&m+temT7bmtomTmwisfti!fibftt>tiZo - 
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Xs <t&vs (if) *t><DYfimmm?xiimmM+(Dm&te. ± 
mi mm (N-T>;-;uYtsjs) 



R 



R 1 



— ^CH 2 >r — N 
R 2 R 3 




A' NH 



( I e) 



A r 3 B i (XIX) 




R 



P, X. Y. A3^ RtfA' m\t 



(5£* N R. R 1 „ R 2 

Ar [tmmLtzTV-Jim&Mm-tZo ) 
*Siifett. &&Wlk&®} ( I ) *AJ^CDT $ yfr 2&T.&-5ffc 
(I e) £N-T U -^YbSl^^-lirT. T U ->>HE&CD 3 IRT 
^ y-ObZit&fa ( I i ) *»S»!iSfeT**4o 



( I e ) t-e©SS*f)S4cD h 'J 7 'J h"x 



Af > (XIX) o a y >??nni^> N ^dd* 
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©8!j£Tti, R 4 #5$-B-R 7 T^$ft££T£>3;£|g0jHb£$] 



(5t*K R. R 1 „ R 2 . R 3 „ R 5 N R 6 , p, X, Y. AMR 




( I j) 



R 6 -Q 



(XX) 




( I k) 
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•nh^it^ (I i) )l*)l{t&mz&lO 4mT>*->y 

Iritis® (I j) IP"*5k ^i^JHfc^^A^Kfc^T. ZXliZ' 
+ R 5 

i:lTiC)N< • Q" XiixON* -R 6 • Q~ Z><t& 
R 6 

^£?#3§i!i£&-e&£o (i j) (w 

a). (V a) SO* (Via) ({I U q = 0 ) T-jt^ tlZit&ty&l^ 
l\ ffc<£«& (Ik) — JiS5t (Wb) . (Vb) SO 1 ' (VIb) 

ft$$n^f^i^^-? D ffc^ftl (I j) #2&T$>cD 

<t£%B(l j) l ^MiftLT. <fr#< fct> 2*;kdt;u* 

^fbSrlJ (XX) £S!££ii:T, 4 >^E-^ AYfc^ (Ik) ^ 

So 

<t&%0 (I j) ^-ecDSfS^iOT^^^rt^j (X 
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% 1 



R 



R 



4CH 2 >i 



N 
I 



X 



( I i) 



CN 



R 



R 1 



4CH 2 >i 



R 



N 

I 

R 3 



X 



NH 

JL_ 



NH: 



( Im) 



( i ) v (ii) , (iii) O^T^T#^ 0 
( i ) - h >J ;t/£-T ^ 5 s - Hw T * > t«f^S-&«^j£ 

^ h V (Ik) diM^tfx^T&Ts **y-;u<F>:n*y-;i, 
#©T^3-;U£- 4 0°C7!jS0 o C-C^$-y: N >f$f - hClfc 

(ii) - HJ Jl>Z?-*T I VktSiktz'^ =f-*4 ;f-FtU T 
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z/T >&T Jl*)\,T >*-t; Me A 1 (CI) NH 2 . NaN 
H 2 „ (CH 3 ) 2 NMgB r^Ot^^ftfin^SZ.fcfziJ; t>£ 
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m i i s& 



R 



> 



4CH 2 > 




1ST 



( I j) 



R 



R 



4CH 2 > 




N ->0 



( I n) 



ft^ft (I j) &m<t-rZZttZ£l!)^ N-^-^i/K (I n) 

^scm. ft^«i (i j) j e<Dttm&&zi^zmmm(Dm<[: 
; mxwmztitzi&mT ji* jim&^-t %<tit%!)\z, mzmm:&<D 
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fifed. R 7 A^f ^^Itli^ftt^-S^fDf 'J 
£ - t tr J: 0 . #£ft£o 
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a. Rgg*<Z>9i£l 

ftf 2 0 0 g7^£ 3 5 0 gg^O Wistar ? h (B^S 

LC) ©±B»fi[K. 'CMKfc.kCJfllTIS^affiL. 5^I©1 0 0 
mM ^k-M-U^A. 1 OmM JMYfcv t> U^ts 2 0 m 
M HEPES^>^7- (pH7. 5. KTHEPES^^y 

OOOxg, 4°CTM 0 frmMMfcfr1$&m\ it 
KHEPES^'^t-CIS^^ S^SO, OOOxg, 4 
°CT1 0#P£@il4>#8l£fTo/Co :Ott»*HEPES^y7 7 

Doods (J. Pharmacol. Exp. Ther. , 242 , 257 ~262, 

1987. ) ^fibtffofco *hk&kik«*> [ 3 h] -t 4 u>-t? 

h°> (Pirenzepine ) fcck tf»fc{fc-£8l£ 0 . 5ml<DHEPES 
^777-^2 5^ 4 5#IS-r V^^- h b/cSU 5ml© 
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HEPES^'7 7r-?:llllx.t*'7^7>f;i/^- (Wh a t m a n 
GF/B). -e^giatSU 5m 1 OHEPES^777-T3|l 
14 Jl?-&$G&Ltz 0 7 4 )\s*-\V%.m\siz C 3 H] -b°U>-tf 

Cheng and Prusoff (Biochera. Pharmacol. . 22. 3099, 1973) 
I'Jot ill&'J KT£>£ [ 3 H] - fc?lx>-tf t">©^^5 

o^«i«(i-rs»tfeffc'&eio»ffi (iCso) «kGj*ffibfcHttj£tJ[ 

(K i ) -e&lbtzo 

Bia*i:bT^«BI«^ «Sfc'J#> KfcLT C 3 H] 
U ;(/ (quinuclidinyl benzilate) £flH^f& 

ii^ti.tiTSDii^ mmvffyrtLT [ 3 hj -n- 

y^-^xasK^ $ > (N-methylscopolaraine ) ^HH^ftfefi. Jilfi 

nr^-To S 1 ^^felBWiJ:?^ ^m^Mit^ (I) ti % M 3 
^tttCfcfLTl 0- 8 7!iMl 0"° M©Kitt*WU M 2 iZttL 
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1 





K i (nM) 


M» / 

1V1 3 




Mi 

ft i£ 


M 2 

ft m. 


M 3 

ft i& 


1 


8.8 


180 


8.5 


21 


65 


9.9 


160 


7.6 


21 


73 


4.8 


200 


6.4 


ai 


76 


4.4 


89 


2.8 


32 


84 


1.0 


350 


6.0 


58 


118 





26 


2.0 


13 














150 


400 


95 


4.2 






230 


15 


15 






460 


180 


2. 6 




60 


170 


37 


4.6 


Atropine 


0. 62 


0. 98 


0. 39 


2.5 



<t&®}A : GB. 2249093sBI£ CD <t&® ( I ) 
<t&®)B : WO 93/16048 ISi)cCDilJ£#J 1 <D<t&ty 
it&tyC : WO 93/16048 fB*jCD|!]&fe#J 1 6 (D<t&%3 

<t&®D : wmw- 2-76851 ^mmnmmm 1 <D<t<&® 

Atropine : Merck Index ( 1 1 18^ 13 81) 
AX* »J >^{*ei/Lftifc (in vivo) 

^iS(i3>-tf 7 hZOjjfe (Arch. Exp. Path Pharmak, 195 , 
71-74. 1940 ) ir^oTtfo/Co h U -^tH**^* ? h- (40 
0 ~700g) £^U^> (1.5g/kg i.p. ) CcfcOJffPU MWK*- 
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if 3 I > (2mg/kg i.v. ) €-S-^L/c 0 ^if JRfi&tiUgo Basiled© 
Bronchospasm Transducer £rffll^T$!l^ Lfc c y ^ ^ 'J > (5 #g/ 

kg i.v. ) &&tt&ztiz£^T£j£tem.m$Lffi&2mmmLtc. 

-rS»«IYb^«l©ffl**ID B ottt b/co 

a g/kg7!>MUtH At g/kg* - © ID 6 offi£^ 
b. *;Hr? r-MlEEc:2*-rst*ifc 

^t£l£i£l±t e -*-y (J. Pharmacol. Methods. 21, 

231-241. 1989.) CtoTtfofco ^- h U-r^ffitt£^ ^ ^ h 
(280 -600g) (1.5g/kg i.p.) IC^Offt^U &£BII 

PSB J: 0 # U ^ b ^-f^£Hf|fc|*3(;:#A LT0BnaJ*i!g3fe 

(®# 4 0 0 ^1) -C&A U Eh7 --^-TziABf OB 

HJfcWBE*ga»L^o 2 7!>M 3 

£>60xybutynin (t*i/yf-» (Merck Index 1 1 Kg. 110 0 
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^>r^^-^*ttt5y h csmm) (o.8g/kg i.p.) 

(r0.8^mol/kg©^-^y M^'J >£f£-^b*r 0 ^S-^li^-rti 
ffi."r*"Sffi*iaiRU -e-OfiS^M^L/co *HH»©^»«SiB[4H 

li7bDf>J:!9 4 0 — 7 0 fg. >«k 9 2 — 4 

*-fX*-&aH45? h (6 7!jM7ii^) IzWSMt^ (2ml/kg) 
g[TS4l^ 2 Q#&CD^?L©it&£0.5min *B*^X3Tfb (0 - 
6 .6) bfc Q 7 Fd t° >10mg/kg £§ILfcl£©K?L©itg£«:*l[ 
S (6 .£) tU dn*100XtbTScfe^:ffl*SEEffll6^^BDBoffi 
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#S«fci£li K^-XbO^ft (J. Pharmacol. Exp. Ther. . 242 , 
257-262. 1987.) C^oTffofco ^ -f Xj' y h (12- 

16£ff&) h'<JU\£9-Jl1- h U "5A (50mg/kg i.p.) 

tt^ffi^Ufeo AlffiT (lOcc/kg T##50[U) % Mja*37.5 

36 1 5^B»SLfca, 7t;d-;1 (lOmg/kg ) ^g#b/c 0 ff 

*g* : *S69ifl:<&8l (i) ©#|||RK^TSflFffltt+#Kte<. & 

8 4#©<fc£$J(;£4.0 —4.9 mg/kg^(C*>^T^^M{"*f-r^^ 
mitM.'otltSifr^tZo —Jjttmt&tiBT'&ZT h n fcf y liO. 032 mg 
/kg „ **i/'7 1 f-—>m.$ mg/kg CDDR, 0 fit^^b/c o 
_tl2AX* 'J >M 3 fefitf^fflKK (in vivo ) *38BJHfc 
< I ) ligFREER^iSiRttfC^LT, EifttZAX* »J >M 3 

T'fcofco m^T^mWit&Vs ( I ) liA^i? U >M 3 
iRftKlStt-f <5*>cdt&&:: kfi<7f;£titz 0 SEC* ^©fitn'jv 
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>i7n->>)A, x*-f\ n^f-y^ 

t9:-^« tiffin «:.5.**£l©*mk mmz^feLxm* omitizm 

AlH^§fc*K 0. 0 0 1 mgTliI 1 OmgO&fflT 1 B d 1 EITb 
^ A CD X 9 ^ft^flJ ^Htf ^^i/^AOi^iil 

> ^cd J: 9 ft & JPPtMM * 3" W t T ^ T & J: i \> t*#J * ti A^J (i 
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^ns^g^t^j^ mz-\zmwk, j -)i^ts 0 com. 
T)iz3-)im. **u h 8 omphz>o ceo ct^ncM^ii. 

££tcRJJ8#k &iBffik *Ufc*!k ^fkm (#Jx.<i\ 7? 

¥&w &mm-r & tz & © §i © j&h 

la— ns^ (i) $n§^i, -e©7jcfp^i> ^(Dmm 
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^f-;U*;UAT ;F2 0 0ml Ssttfcc:. Tfc&T^:? ;u 'J 
2>K3 5. 8gO^^^*^7; K5 0mli§MiTU 1 

iv^^A^JU 0 Oml *T«EERISLyio - 

<D&tiUZ h;Ui> 5 0 Om 1 £}JDx. N 2 0 Om 1 *TSKEcE»l& 
2 0 Om 1 &1mx-tz 0 

^;u-4-t°^u^y-;u 25. l g£fln*. SMnffcif^Lfco 

1 4^F^m. SM^iElib/:^ »?do^A5 0 0 

^l/*7A?D7 h^77-f - (?DD,UV^;-^= 9 7/ 

3 ) T^i^-r^c ttci: 0> 1 -sOitJl- 4 - t°^U i?Ji N- 

©1. 5 0g^x^;-^bS^ B H B t5:ii:ck^ 1 
;l/-4-t , ^Ui?>'l/ N-<>XhK'J;l/*^N7-h 1. 2 7 
g 

1 5 7 - 1 5 8 °C (E t OH) 
TC^tJfifi (C 26 H 28 N 2 0 2 irbT) 

C (96) H (%) N (%) 
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SiHi 77.97 7.05 6.99 
HiHit 78.02 7.07 6.96 

g i 3 cxt&ty&'mzo 
mmm 2 



SfcjS 244-245 °C (EtOH— Et 2 O) 

itm^mm (c 2 ,h 25 n 2 o 2 c 1 ttt) 

C {%) H (%) N (%) CI (%) 
SiSrffi 67.64 6.76 7.51 9.51 
H^ffi 67.59 6.79 7.54 9.54 

mmms 

h • i&mi& 

WPHk&%B : a - is? a^^-iyjly 3 -4^ ? ? ij ^ j 

m.4H 2 3 4 - 2 3 6'C (EtOH-Et, O) 

jtm^nm. (c 21 h 3J n 2 o 2 ci-o. 25h 2 ot o-o 

C (96") H (%) N (%) CI (%) 
SUM 65.78 8.28 7.31 9.25 
HSfclt 65.81 8.18 7.28 9.13 
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h • o . 5 y^Jim^. 

Hfe& 153-155 °C (EtOH-Et, 0) 
jtmfrtifm (C 28 H 30 N 2 O4 irbT) 

C (90 H (%) N (%) 
73.34 6.59 6.11 
H©Hfll 73.40 6.65 6.08 

$mm 5 

1 -^yifJl- 4 - fc'^U V)l N-(l, l-i?7x-;Uf 

Rfcj£ 2 1 1-2 1 3°C (EtOH) 

x;3?f#tfHfi (Ct7H,,N* OiCl-0. 1 H, Otbt) 

C (*0 H (%) N (90 CI (%) 

Stfeffi 71.62 6.9 5 6.19 7.8 3 
nmW 71.44 6.98 6.09 8.08 

mmme 

1 --^yiSJl- 4 - f^'j V)l N- (a - ? u^y=f-)l^.y 

WM<t&<®}: a - is ? rjs<> J17 ^^JlWtm 
Bfc£ 1 60-1 62 °C (EtOH-CHsCN) 
Jtmfrtirm (C 29 H 38 N 2 0« tit) 

C (%) H (%) N (%) 
SUffi 68.48 7.13 5.51 
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HUffi 68.44 7.14 5.53 

nmmi 

1 -^yi>)l- 4 - h^'J 'J)\, N- (a-->^o^i/;K> 

ML& 1 6 1 - 1 6 2°C (E t OH) 
TtmfttFrm (C 26 H 34 N 2 0 2 t IT) 

C (%) H (%) N (%) 
7 6. 8 l 8.43 6.89 
HfHfi 76.57 8.44 6.87 

mmm s 

1 -^>>?;l/- 4 - h*^>; N- h U ^^^7^^ - h • 7 

M>j& 115-116°C (MeOH-CH 3 CN) 
5r^tff1S (C 36 H 3 eN 2 0 6 • 0. 2 5H 2 O t IT) 
C (%) H (%) N (%) 
lit 72.40 6.16 4.69 

mmm 72.54 6.10 4.70 
mmm 9 

1 -'O^U- 4 - fcT^U >>;U N- (2. 2-^7x-;Hf 

HWfc^: 3, 3 - v>7 i-;l/7°o t 6 *>g? 
ifc.& I 04-1 0 5 °C (EtOH-hexane) 
TtmfrVtm (C 27 H 30 N 2 0 2 - 0. 5 H 2 OirbT) 
C (%) H (5X0 N (%) 
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76.57 7.38 6.61 
mm 76.59 7.47 6.67 
1 0 

1 - ^ > i?Jl - 3 - fcf< U f Jh * N-OXtK'J;!/*^ 
h • 0. 5 7 -?Jimi& 

ife* 1 5 4 - 1 5 6 °C (E t OH) 
itmftVrm (C 29 H 32 N 2 04 - 0. 4H 2 0i:bT) 
C (%) H (%) N (%) 

Slfeffi 72.60 6.89 5.84 
mMfcW 72.64 6.84 5.83 

mmm 1 1 

1 -s<>i?Jl- 4 - tT^'J *J)\,* N-'OXt F «J JltiJls 

m* 82-83 °C (EtjO-hexane) 
Ttmftlfrtt. (C 27 H 3 oN 2 0 2 tit) 

C (%) H (%) N (90 
78.23 7.29 6.76 
^lit 78.34 7.38 6.76 
1 2 

1 -'OS^U- 3 - t°n >J N-OXh K'J ;U#;U^ 

- h 

JH£Kfc-£^ : 1 -^>^;l/- 3 - h'n ij 'J J -Jl 
9 6 - 9 8 °C (Et 2 0-hexane) 
Tzmfrtirm (C 25 H 2e N 2 0 2 tit) 
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C (%) H (%) N (%) 

mmm 77.69 6.78 7.25 

HHHI 77.69 6.75 7.18 

mmm 1 3 

1 -'OXb KU 3 - (1 -^>>?;u- 4 - h"^ y m 

Jfmffc-£$i : 4 - r $ j - i - o ifji t*^ y s> > 

186-188 °C (CH 2 C 1 2 - i - P r 2 0) 

TESH^tffffi (C 26 H 3 oN 3 OC 1 tit) 

C (%) H (%) N (96) CI (90 
Slfcffi 71.63 6.94 9.64 8.13 
USHfi 71.35 6.94 9.62 7.89 
MffiM 1 4 

1 -^<>^;u- 4 - h'^'J N-'OXt K'J J\,tiJls</- 
h 2. 0 0 gOi?^DDi^>2 0m 1 l^Ttl -?o 

ajL^-jl ^DD-t^M-M. OOml^STU 3 BfP H 1JKIi&iI 

;Uji-^-;u^^>^ H B B t-^ c<!:i:J:f)> 4 - b'^ 'J ;u N-^<> 
Xh h* V Jl* JU'< * - h -JfeKlfil. 4 2 g£&feg,S tlx "Of/ho 
1 32-1 33 °C (CH 3 CN-Et 2 0) 
izmfrVfW (C J9 H 23 N 2 0 2 C 1 • 1 . 2H 2 0tUT) 

C (%) H (5X0 N (9tf) CI (%) 
mmfe 61.93 6.95 7.60 9.62 
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HiHtt 62.01 6.67 7.70 9.85 

mmm 1 5 

4 - f^'J i?)l> N-OXh KU;U:fr h • 1 . 

yi?**.i/7**m7'ni Kl. OOg, R&mTktikWt* 'J 

1. 8 0 g£Unx.fcgL 4. 5i^iHtnif»a«cbyio mm* 
^ov hr77^- (^DDtJi/A/^^;-^= 9 8/2) -e» 

8U #£ttfc&fi@f*£T-fe hx h >J ^- S?xf-;Ux— r;l,fr£ 
S^ B B H t6C<bCJ:^ l-(3, 4-^b>W'>7i^f 
710 - 4 - fcT'OJ N-'OXbF'J/W^V-hO. 3 8 

ill* 1 32-1 3 3'C (CH 3 CN-Et 2 0) 

jtmfrVrm (c 28 h 3 oN 2 o 4 tvxy 

C (%) H (%) N (%) 
S&lfifr 73.34 6.59 6.11 
mmfe 73.40 6.61 6.09 

m 1 6 7!?^ 5 2 <D<t&to&fttZo 

mmm 1 6 

1- ( 3 -7;l/^-aO^;U) N-'OXt 

ltfe.£ 1 1 5 - 1 1 7°C (CH 3 CN) 
TtmftVTti. (C 26 H 2 7N 2 0 2 F tUT) . 



5 1 



WO 95/06635 



PCT/JP94/01436 



C (%) H (%) N (%) F (%) 
74.62 6.50 6.69 4.54 
HUMS 74.66 6.64 6.77 4.45 

mmm 1 7 

1- - 4-tr^u^^ N-OXt k 

118-11 9°C (CH 3 CN) 
Ttmfrffim. (C 26 H 27 N 2 0 2 C 1 t LT) 

C (*>) H (%) N (%) CI (%) 
iilf 71.80 6.26 6.44 8.15 
71.70 6.29 6.52 8.15 

mmm 1 8 

1- (3-?dd/(>^) -4-f^Ui?;U N-OXtK 

u Jitf )i'< *-h • a. t) m& 

mmt&®) : 3 - ? a a'O "J)ly'u I K 
Hl£ 203-204 "C (CH 3 CN) 
7E^#fJHt (C 28 H 29 N 2 O e C 1 tit) 

C (<*) H (%) N (%) CI (%) 
Sifoffi 64.06 5.57 5.34 6. 7 5 
HiHfi 63.80 5.52 5.36 6.86 

mmm 1 9 

1- (4-?dd^>^) -4-t"<»J^;U N-^>XtF 

mn<t&®) : 4 - ? onO^;t/^*o $ K 
Hfej£ 1 3 9 - 1 4 0 °C (CH 3 CN) 
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Ttmftvtm (c 26 h 2 7N 2 02C 1 tu) 

C (%) H (%) N (%) CI (%) 

SHifi 71.80 6.26 6.44 8.15 

mWifa 71.78 6.22 6.48 8.28 
2 0 

1- (3, 4-^^dc^>^1/) - 4 - t'^< 'J N-'O 
XhK'J ;l/^;i/^N*y- h 

fife£ 1 4 4°C (CH,CN) 
7E^##Hfi (C 26 H 26 N 2 0 2 C 1 2 t tt) 

C (%) H (96) N (%) CI (%) 
Sf&lif 66.53 5.58 5.97 15.11 
^Rffi 66.57 5.53 5.98 15.15 
^ll&flj 2 1 

1 - (4 - h V 7 ft* n ^ > - 4 - fc e ^ ij jsj 

- O X b K »J y - h 

JM^Hfc^ : 4 — h U 7;l/tn^f;K>y;t/^D * K 
ife.S 1 0 6 - 1 0 7°C (CH 3 CN) 
jc^tffli (C 27 H 27 N 2 0 2 F 3 tit) 

C (*0 H (%) N (%) F (%) 

SISrtii 69.22 5.81 5.98 12.16 

mmm 69.09 5.78 5.97 12.19 
mmm 2 2 

l- (3-F'J7;i/tDyf;K>^;i/) - 4 - fc:^ »J N 
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m& 9 3°C (CH 3 CN- i -P r 2 O) 
TtmfrVrm (C 27 H 27 N 2 0 2 F 3 tit) 

C (96) H (96) N (96) F (96) 

Illtt 69.22 5.81 5.98 12.16 
HHH 69. 26 5. 8 6 6. 0 2 12. 09 
Hffiffll 2 3 

l- ( 2 - * )\,*<y *j )\,) - 4-e^y^;u N-^>xtK 

133-134 °C (CHsCN) 
jc^tffffi (C 27 H 3 oN 2 0 2 fLT) 

C (96) H (96) N (96) 
Slfcffi 78.23 7.29 6.76 
H^Ht 78.33 7. 3 3 6.74 

mmw2 4 

1- ( 3 - y ^;l^>^;U) - 4 - t'^'J N-OXt K 

Bfe.& 92-93 °C (AcOEt-hexane) 
itm^mm. (C 27 H 30 N 2 O 2 <b L/T) 

C (96) H (96) N (96) 
Sfftft 78.23 7.29 6.76 

mmm 78.27 7.31 6.75 
hj&m 2 5 

1- ( 4 - /^)i^y'J)i) - 4 - tf^y 2>;u n-oxlf 
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mn<b&%o : a - 7*o ^ - p - + b > 
m& 1 5 5 - 1 5 6 °C (CH 3 CN) 
jZmfttirm (C 27 H 3 oN 2 0 2 tit) 

C (90 H (%) N (%) 
lit 78.23 7.29 6.76 
Itfttt 78.25 7.36 6.78 

^mm 2 6 

1- ( 3 - J hlffOzSJl) - 4 - h'^U *Jfo N-^>Xt 
K'J )l1l)l'<t- h 

It* 96-97 °C (AcOEt-hexane) 

Ttmfrtnm cc 2 7H3oN 2 o 3 t ut) 

C (%) H (%) N (%) 
Sifclif 75.32 7.02 6.51 
75.22 7.12 6.51 

mmm 2 7 

1 - (4- * h^fOv^U) - 4 - tf^U >^ N-^>Xt 

H^fk^^J : 4 - y h > >J)l 9 o 1; K 

lfe£ 1 4 5 - 1 4 6 °C (CH 3 CN) 
7C*»«f* (C,7H„N s O, tU) 

C (%) H («) N (%) 

SHHt 75.32 7.02 6.51 

HiMfi 75.30 7.04 6.56 
Hififfl 2 8 
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1 3 4°C (CH 3 CN) 
Ttm&Vrm (C 27 H 30 N 2 O 2 tit) 

C (90 H (96) N (%) 
SIM 78.23 7.29 6.76 
mmfc 78.34 7.38 6.75 

16,6 1 34-1 35 °C (CH 3 CN-CHC1 3 ) 
7G3£#3rte (C 20 H 2 *N 2 O 2 t LT) 

C (*>) H (%) N (90 
SISilS 74.05 7.46 8.63 

mmm 73.83 7.44 8.55 

^SffiM 3 0 

h 

9 8 - 1 0 0°C (CH 9 CN) 
7t3t##Hi (C 22 H 28 N 2 0 2 tit) 

C (%) H (%) N (%) 
gf&lfit 74.97 8.01 7.95 

nmm 75.07 8.06 7.93 
mmm 3 1 

1 ->fV7'f/l/- 4 - t°^>J i?Jl N-OXkK'J ;U#;u^V 
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- h 

Hl£ 1 0 8 - 1 0 9 °C (CHaCN) 

itmftffim (c 23 h 3 oN 2 o 2 tut) 

C (*>) H (%) N (96) 
WmW 75.38 8.25 7.64 
H8fct& 75.05 8.29 7.62 

mmm s 2 
h 

m& 8 1 °C (CH 3 CN) 
7tilt##Hfi (C 2 4H 32 N 2 0 2 tUT) 

C (%) H (96) N (%) 
Si&IS 75.75 8.48 7.36 
7 5.6 3 8.5 5 7. 3 2 

mmm 3 3 

1 - u^i/)lt 7)1- 4 - e^U N-OXt K»J 

1 2 0°C (CH3CN) 

jtmfrmm (c 26 h 3 4N 2 o 2 tut) 

C (%) H (%) N (%) 

gUffi 76.81 8.43 6.89 

76.88 8. 4 5 6.85 

^Jfcfll 3 4 
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1 - [2 - ( 2 - t KP + i/i h^ris) ^ ;U] - 4 - t 0 ^ U S> 

%m<t&%8 : 2- ( 2 - ^ oai h + fy) 
1 4 9 - 1 5 It (CHsCN) 
7E^?##He (C2sH 32 N 2 0s -0. 5H 2 0bT) 
C (96) H (96) N (96) 
SIHS 64.50 7.14 6.02 

mmm 64.19 6.79 5.83 
nmm 3 5 

— h • i *j 

Mmt&Vo . yy-ri )i7u 1 f 

1 8 2 °C (EtiO-CHCh ) 
TtmfrVfife (C 30 H 3! N 2 O B -0. 2 5H 2 Otbt) 
C (96) H (96) N (96) 
Il^f 69.15 6.29 5.38 
69.15 6.20 5.38 

3 6 

1 - ( 2 - 7x3 ;l/) - 4 - h'^'J N-OXt K'J ;l/ 
^;u^nV - h 

M& 1 4 5 °C ( i - P r OH) 

ftftfttirW (C 22 H 24 N 2 0 2 • 0. 2H 2 0ilt) 

C (96) H (96) N (96) 

75.06 6.99 7.96 

75.28 6.92 7.93 
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mmms i 

1- (2 - t°U - 4 - h'^U N-OXtK 

'J - h 

W.Ptit-k® : 2 - ( ? a n y f »J > • 

121-122 °C (CH 3 CN) 
jt^flrffi (C 2 5H 27 N 3 0 2 tit) 

C (%) H (*0 N (%) 

Si&lt 74.79 6.78 10.47 
^Hffi 74. 9 7 6.80 10.45 
Hi&Sfll 3 8 . 

1- (3 - fcTU -4-tr^Ui>^ N-OXt K 

>; yu3?7^<y — h 

HL& 140-14TC (CH 3 CN) 

7G*##H6 (C25H27N3O2 tLT) 

C (*0 H (%) N (%) 

SIM 74.79 6.78 10.47 

mUkW 74.90 6.82 10.45 

mmm 3 9 

1 - ( 4 - h° »J ifJl - 4 - h 6 ^ »J N-OXt K 

y ;u h 

: 4 - (?noyf;l/) h° 'J > • i&^f* 
1 6 2 - 1 6 3 °C (CH 3 CN) 
TtrnfrVtifc (C 25 H 27 N 3 0 2 tLX) 

C (96) H (%) N (90 

SfSrffi 74.79 6.78 10.47 
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fggftffi 74.75 6.84 10.34 

mmm* o 

1- ( 1 H-^>X-f $ PV-JU- 2 -JJl* f-Jls) -4-h 0 ^ 

Hl$HI:-£tt : ( 1 H-^>X>f ; y 1 /-^- 2 — f ;Mf ? n 
ij k 

246-247 °C (Et OH) 
7C*#Wffi <C«7Ha,N402 tit) 

C (%) H (90 N (%) 

gUffi 7 3.61 6.41 12.72 

mmm 73.46 6.36 12.73 
mmm* 1 

1- (2--hD^>>;;l) - 4 - b'^'J S?;!/ N-^>XhF 
»J ;u*;u^<y - h 

ife* 1 1 3-1 1 4°C (AcOEt-hexane) 

TC^flfffi (C 26 H 27 N 3 04 tit) 

C (%) H (96) N (96) 
Sttfit 70.10 6.11 9.43 
f^SHS 70.16 6.18 9.49 

mmm4 2 

1- (4--hn^>^) - 4 - h'^l) N-^>Xt K 
U A/ti)W<* - h 

El*4ffc-£®l : 4 - — hn^y^^'D $ K 
1 25-1 2 6 °C (EtOH) 

jtmfrmu (c 26 h 2 7N 3 o 4 tit) 
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C (96) H (96) N (96) 
SUffi 70.10 6.11 9.43 
mmife 70.26 6.23 9.49 

mmm4 3 

1- ( 2 — + 'J-'Mf A) - 4 - h'^U N-^VXh K 

'J )lti)\,s<t - Y 

WM<t&®} : 2 - on y +y 'J > • 

ifc* 1 1 8-1 20 °C (CH 3 C N - E t 2 O-hexane) 
TCsH^ffi (C»«Hj 9 N a 02 *0. 5HiOilt) 

C (96) H (96) N (96) 
. SUfil 75.63 6.57 9.12 
££Mg 75.89 6.62 9.13 

mmm4 a 

1 - ( 1 - 4 - tr^U N-OXfc K 

U A/i3)\/'<* - Y 

WMt<k® : 1 - (?nn^;U) ^7^U> 
Hfcj& 1 4 9 - 1 5 0 °C ( C H 3 C N) 
7C*^*ftt (CsoH,oN«0« tU) 

C (96) H (%) N (96) 
3SM& 79.97 6.71 6.22 

mmm 79.99 6.78 6.21 
mmffl4 5 

ffl>& 1 64-1 65 °C(MeOH-CH 3 CN) 
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(C 8 4H34N,Os tit) 
C (%) H (96) N (96) 

lit 72.07 6.05 4.94 
n%iW 72.00 6.03 4.92 
HSfeOM 6 

1- (3--ho^>-^) - 4-t 9 ^'J^;U N-OXbF 

1 5 0°C (CH 3 CN- i -Pr 2 0) 
7C*#*rtt (C*.H2aN,0«C 1 tbt) 

C (96) H (96) N (96) C 1 (96) 
Si&lfi 64.79 5.86 8.72 7.36 
64.78 5.89 8.75 7.25 

mmm a i 

1- (3-i/7M>W - 4-t°^<J^;U N-'OXt K 
U )\,ti)ls<t - Y • 

Hi* 1 8 4 - 1 8 6 "C (CHjCN) 

(C 27 H 28 N 3 0 2 C 1 • 0. 2H 2 0tlT) 
C (96) H (96) N (96) CI (96) 
SS&lfi 69.65 6.15 9.03 7.61 
69. 68 6.08 9.05 7.38 

mmm a 8 

1- (2 - fcf^S*— ;m^;u) - N- 
fmte^ : 2- (T/o*y?-;lO h°5^> 
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1 0 5 - 1 1 2°C (CHaCN) 
jtmfrtiT®. (C 2 4H 27 N402C 1 • H 2 0 t It) 

C (%) H (%) N (.%) CI (%) 

63.08 6.40 12.26 7.76 
Hi&H 6 2.87 6.3 0 12.31 7.98 

mmm 4 9 

1- (4 - t ^x— V)\,*=f-)l) -4-t^U^/U N-^>X 
h K U y - h • > zl VWtU 

I^f^t : 4- C^na/^Jl) t*7ia 

Bfe.£ 203-204 °C(CH 3 CN) 

TC^^fffi (Cs4H,4N,Oa tit) 

C (%) H (%) N (%) 
lit 7 2.07 6.05 4.94 

mmm 71.95 5.96 4.88 
mmm 5 0 

l-(3, 4 - *J * )l^y "J )l) - 4 - h'^D s^;u N-^<> 

ECttffc'&El : 3 , 4 - V / =f-)l^ y i?Jl >7 d »J K 

1 7 8 - 1 8 0 °C (CH 3 CN-Et 2 0) 
jtmftffiW. (C 30 H 34 N 2 O6 tit) 

C (%) H (%) N (%) 
mWi\fe 69.48 6.61 5.40 
69.49 6.53 5.35 

mmms 1 

i-(2, 3 - iuj-jvoyji) - 4 - tr^y n-^> 
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wmt^m : 2 , 3 - 9 j y-woij k 

16* 1 2 5 - 1 2 8'C (CH 3 CN-Et 2 0) 

jc^lfffil (C 3 oH 34 N 2 0 6 tit) 

C (%) H (%) N (%) 
lit 69.48 6.61 5.40 
n%ii& 69.22 6.61 5.30 

nrnms 2 

1- (Z -7'a^s<yz?Jl) N-^>XtK 
U Jltl )\"< t - h • *> a. ^l&f& 
JK£Ht£«&J : 3 -^d^>^d $ K 

§AM 1.9 7 - 1 9 9°C (CHsCN — THF) 

7t5f?##Ha (C 28 H 2fl N 2 0eB r t It) 

C (%) H (%) N (%) Br (%) 
SlSrlS 59.06 5.13 4.92 14.03 
nWtm 59.17 5.22 4.78 13.66 

4 - »j N-^vxt F u ^ - h • o . 

8 Og, 2-7;l/T;i/ftK0. 22gCDl, 2-^ddx^> 

<t*vmThvyx*i. 5 4 g^fi-rotp^. ist:t4ii#rii 

(^DDW^y-;b= loo/i) t-HStsctcj;^ 
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1 - 7)17 »J Jl- 4 - h°^'J N-^OXh KU )lt> )\,'< t - 

hO. 7 9 g£m&®&tLT'mz 0 

1 - 7^7 U Jl- 4 - tf^'J N-OXh KU )l%Jlss</ 

-hO. 4 0 g^-^^y-^l/ 10ml IZfeMls^ 7-mmo. 1 1 
g^iP*.. Mt±Tmffi'&, T*z h— h U ^-x-f;^*)!!^ U 
1 -^;t/^ U 4 - h°^U N-OXt KU — 
h • 77«0. 4 3 g«-ft§fetf«St LT»yt 0 
1 9 5 - 1 9 6 °C (CHsCN-E t 2 0) 
itmfrffim (C 28 H 3 oN 2 0 7 tLX) 

C (96) H (96) N (96) 
Slftffi 66.39 5.97 5.53 
66.24 6.03 5.50 
£JT\ Hlfc#J5 3 tl^<§CLT2 -7^7Aft KOftfc *9 KJ£J 

HJfifll 5 4 

1- ( 3 - 7 U 5^!/) -4-h 4 ^U^yU N-'OXt K 'J 

mmt&ty : 3 -7;l/T^^t K 

1 85-1 86 °C (MeOH-CH 3 CN) 
itmftffim (C 28 H 3 oN 2 07 t IT) 

C (96) H (96) N (96) 
IHf 66, 39 5.97 5.53 
66.41 5.97 5.63 

H»J 5 5 

1- (3, 4 - / f-U y-JHr^-i/^yiDl) - 4 - b 0 "< 'J 
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M* l l 9 - 1 2 0°C (CHsCN) 

C (96) H (96) N (96) 
IHf 72.95 6.35 6.30 
m%iW 72.65 6.51 6.25 

mmm 5 6 

1- ( A - if / =f- )IT I J s<y *J - 4 - b'^'J : J)V N-< 
>XtK'JM y - h • 2 &mi& 
mmt&Vd : 4 - 'J * 1-)IT l J ^ > XT h F 
It* 1 6 2 - 1 6 7t (EtOH-EtiO) 
TC^tffifi (C 28 H 35 N 3 0 2 C 1 2 -0. 7 5H 2 OtU) 
C (96) H (96) N (96) . CI (96) 
SIM 63.45 6.94 7.93 13.38 
mkm. 63.43 6.82 7.99 13.1 9 

mmm 5 7 

1 - (4-tFn + i"< > 2>;U) - 4 - h 0 ^ U N-^OX 

mn<t&® : 4 - t Fo + ^>X7;l/fk K 

1 5 6-1 5 7°C(MeOH-CH 3 CN) 
7C^#fia (C30H32N2O7 irbT) 

C (96) H (96) N (96) 
Sliff 67.66 6.06 5.26 
mmfe 6 7.38 6.06 5.25 
ftJfifll 5 8 
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&ft<t4® : 4 - J. h + ^>X7;i,ft K 
fife * 108-109 °C(MeOH-CH 3 CN) 
itmftffim. (C 3 2H 36 N 2 07 <bLT) 

C (*Q H (*>) N (96) 
Slfeffi 67.87 6.61 5.11 
ggRtt 68.12 6.41 5.00 

mmm 5 9 

l- ( 4 - ^ tf-JH-jr^yitJi) -4-e^y^;u N-^>X 

t K y >>U/< ^ - h • 7 v^ftig 
16,5 2 1 8-220 *C(EtOH-Et 2 0) 

jtmfttifm (c 3I H 34 N 2 0e stu) 

C (%) H (%) N (%) S (%) 
lit 66.17 6.09 4.98 5.70 

nmm 65.78 5.87 5. 01 5.69 
mmm 6 0 

1- [4- (Jf-frXJly 4 — *<y*J)\,] -A-h'^VzSJl 

HCfsHt^fci : 4- ^;i/x;U7 ^ ^vxr^ft K 
ill* 1 75—1 76 °C (EtOH - CHaCN) 
7C^##Ht (C 31 H 34 N 2 07S t I/O 

C (%) H (%) N (%) S (fc>) 
64.34 5.92 4.84 5.54 
^lifclfi 64.23 5.97 4.80 5.70 
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mmms 1 

l- [4- -4-b°^'j^;u 

lfe.£ 1 8 1 - 1 8 2°C (EtOH-CH 3 CN) 
TC^^fli (C 3) H 3 4N 2 0 8 S • 0. 7 5H 2 0£LT) 

C (%) H (%) N (%) S (%) 
Slfcifi 61.22 5.88 4.61 5.27 
61.25 5.64 4.44 5.29 

mmm 6 2 

4 - t°^u N-^vxt K'j A^^y- h • 1 . 

0 0 gStfh U Ji^-^I/T i > 0. 2 9 gCD^^y-;U 15ml 

1:2 -f-^-^ i >*^<;U7=t ko. 3 6 g£ira>u MiSirr 1 b# 

— Bfcjf#L*io SJ£fl££3&E»SL*:gL a^C7K5 0 m 1 

o^;i/A/y^;-;i/= i9/i) -em^-rac tcj: o> 1 - 
ho. 3 6 g&meLmttVatLrmco 

1 - ( 2 --r— >>l/) - 4 - tT^U N-^>Xh K'J Jlti )l 

3 6 g^i^;-;t/(:^siu -y?)im.Q. iog^ 
b»^ B B B t5c 1- (2-^-;l/) - 4-t^>js?;u 

N-'OXt K'J;b*^<y- h • 7-?Jimi&0. 2 9 g 
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190-191 °C(CHC1 3 ) 

jtm^W (Cj.HsoNsOeS • 0. 2 5H 2 0tlT) 

C (%) H (%) N (%) S (%) 

SlUt 63.80 5.83 5.31 6.08 

mMki& 63.53 5.65 5.17 6.08 

mt&m 6 3 

1 ) TMitftf h U VI* (60%) ZTJlzfym.WtT, ^VyVifc 
#U JLf-vyW zn-)liS/?-)lx.-rJl3 0m 1 £JD;U fcft 
T\ if ^ i?xf^^X^;7tf-f4. 9 3gOxf 
»J Ax-f;Hg«2 0m 1 *»Tlfco tK^TI 0# 

mmW^t^ l-'<>^-4-hXiJF>3. 7 9g0xf 1/ 
>^*U 3-;i/i?^f;i/X-f;«r5m 1 ^ITbfco SESfl££- 

L/c^ «tt*«ffiTS*U if 71/ ( l -Oi?7U - 4 - 
V ^'Jf» 7-bf- h©SI!i5. 1 4 g^ffeMttltH 

MAfrVtm (m/z) : (EI) 2 5 9 (M + ) 

I s 7U (CDC 1 3 . TMSW«**) 
6 : 1. 26 (3H, t, J=7. 2Hz), 
2. 20-2. 65 (6 H, m), 

2. 9 8 (2H, t, J= 5. 9 Hz) , 

3. 5 2 ( 2 H, s ) , 

4. 14 (2H, q, J= 7. 2Hz), 

5. 6 3 ( 1 H, s ) , 
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7. 3 0 - 7. 5 0 ( 5 H, m) 
2) JL^f-jl ( l -sOifjl- 4 - f^U i^ry) 7-bf - h 5 
. 14g^i^;-JH OOmlCMU 1 Oi^^^^A-^ 
if 0. 5 0 g^fiT, #^!±©7jc^#fflmT2 O^FbIS^L/co 
ft6i^Ei*l, JS8E£«EEe*U #^>n^^C, 2 0%7jc 
$?<fc;*7 'J -t7A7jc^2 Om K i^y-;U4 Om 1 

TSfflE^S^-r-Sdiitr.fcO^ 1 -*<y*JA,- 4 - tf^'J ^HfeK 
©fifittS. 5 2g^ff: 0 :ni:OXhF I J^7;>2. 38 
g. i?/f;b*^A7; F5 Oml^jill^ Tfc&T^? y > 

)IT I y 1 . 6 8 gO-^yf^tJl/AT.; 5 m 1 fcHirjRT 

stE****tca^ mm^u- (i : i) (Dmrnx- 

(^DDMV^7-i= 5 0/1 ) T»fit5C ttriOx 
N-OXh Y x ) A/ — 2 - ( 1 -^>i?;U- 4 - t°^'J y-t 
h7 ; K 2 . 8 4 g*#/c 0 CCD -5*. 5 0 0 m g £It$?3L5=- Jl - ^ 
+-9->^t>lf^ H B B-r^ C ttri *K N-'OXh K'J 7U- 2 - (1 
4 - f^'J 2>;lO T-tr h7 $ K2 5 Omg^gftfttt 

16* 1 24-1 25 °C (AcOEt-hexane) 
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jtmamm (c 2 7H 3 oN 2 otbT) 

C (%) H (%) N (90 
81.37 7.59 7.03 

mmm si. 21 7.69 6.98 
mmm e 4 

^yX\i K'J ;U-f 7fti/7*- h 5. 0 0 g&CM — T ^ y — 
1 -Oi^l/hf^tf S?>4. 20g©i?^nDi^>5 0ml ^ 
£ 7 0 8 CT9f$fig^#L^ o StBtt*«EEjR«f Ufc^ 

9/1) T«SU ZZ[zyx.i-)\,3L-T)['-^*Vr>frz>'ftmik 
t^:ti:i:?3 i-^>XtK'J^-3- ( l 4 - 

it*, 137-139 °C(Et 2 0-hexane) 
7C*^«fffi (C 2 eH 29 N 3 S • 0. 25H 2 0tbt) 

C (%) H (%) N (M) S (%) 

giUS 74.33 7.08 10.00 7.63 

mmm 74.43 7.21 9.75 7.50 
mmm 6 5 

1- (4--hD^>^) - 4 - fc'^'J N-^>Xt K 

*) A,* )W< / — hi. 00 g£.x*y-;U 1 0 m 1 RtfJ ? J -Jl 
1 0m 1 CDzS^ig&tcigPU 7*--7^rWT, 3k5lt&H& 

*;bA/^y-;U= 4 9/1) TfSS^Sc:tCJ:(9. 1 - (4 
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1 - (4-7;;^>^) - 4 - h° ^ 'J "J)l N - ^ > X k K 

MTth-h'J^bS^etSCtCJ:!) 1- (4-7U 
^ > - 4 - k°^ U >>;l/ N-OXk KU ^< ^ - h • 

7v;Hlo. 7 0 g^ffei B B H tttifco 
1 7 9 - 1 8 0 °C (CH 3 CN) 
TtmfrVrW (C30H33N3O6 tit) 

C (*>) H (%) N (90 
SifeiS 67.78 6.26 7.90 
HgMit 67.53 6.30 7.87 

mmms 5 t(^ii{iLTj^TcDYb^^^#^ 0 
mmm e 6 

1 - ( 2 - T ^ y ^ > i;^) _ 4 - ij N-^>XtK 

W&it&m : 1- (2--hn^>-?^) - 4 - k°^'J N- 

ife* 1 78-1 79 °C (AcOEt-hexane) 
TC^flfii (C 2e H2 9 N30 2 - 0. 2 H 2 0tL/T) 
C (96) H (96) N (96) 

SUfS 7 4.51 7.07 10.03 
74.52 7.02 9.95 

mmm 6 7 

4-k*^>J^;U N-^>XtK'J;^^7-hl. 0 7 g© 
^^□□^^>1 0ml Jgjfcc h 'J 7x-;l/fxAf > 1 

. 8 2 g&tfttTKMMBO. 3 1 g^rtll*.. 1 8B$IBH«#b*:o Jx 
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:n^^;-;i/ 1 omi i3iu i^^ieo. 1 8 g^Jrax. 

;bx-r^^bS^B B H f5^ tCJ:^, 1 - 7x^;b- 4 - 
1 5 3°C (CH 3 CN-E t ,0) 

Ttmamm (c 2 7h 28 n 2 o« tbt) 

C (*0 H (%) N (%) 
&aik1ifi[ 68.05 5.92 5.88 
H®Hfi 67.94 5.99 5.88. 

mmm e s 

1- (3--hn^y^) - 4-t^'J^^ N-^>Xt K 
V A,ti)W<*- h 2. 5 0 g^-ai^y-^ 10 0ml >>- 

;n om i (Dm^mm^fef&b, 5*-— ^;umet\ tk^#h 

*U 1- (3-7;;<>i?;b) -4-h' / <'Ji;;l/ N-OX 
tF'J^^y-h2. 6 0 g LT#/c 0 l-(3 
-7;;^>^^) -4-h e ^<U^;i/ N-^>XhKU*^ 
y-hl. 2 0 giDi&ikJ^Uy 1 0m 1 F'Jxf^T; 
>1. 3 8 m 1 ROH&<tT-t??-Jl 0. 3 5ml^iTU I^CT 
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_4_t°^iJ>?;u N-'OXh K'J h 1 . 50g^ 

fifMBfcifc LTff/co ;n^^;-;n omiciiu 

( 3 -T-fe* ^ K'O^AO - 4 - t'^*) i?Jl N-OXh K'J 
h • isx.vmmo. 8 3 g^ffeifttltUfco 
HL& 1 2 3 - 1 2 6 °C (E t OH-CH 3 CN) 
7L^#ffHI (C 3 oH 33 N 3 0 7 • 0. 5H 2 0ibT) 
C (%) H (%) N (%) 
Wsfom 64.74 6.16 7.55 
64.91 6.01 7.53 

£tf> ^si^j 6 8 tmmiz Lxmmm 6 9 <Dit^^mc 0 
mmm 6 9 

1 - C 3 - ? >x;u*>y $ K) ^<>^;i/] - 4 - y v> 

1 1 5 - 1 1 9°C (CH 3 CN) 
jtmfrmfe (C 29 H 33 N 3 0„S • H 2 0£UT) 

C (&0 H (%) N (%) S (%) 
SttH 57.89 5.86 6.98 5.33 
mWiife 58.27 5.62 6.99 5.40 

mmm i o 

1) N-OXtK'J;l/-N-yf;t/7;>2. 6 0g, h'Jxf 
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^y-;U=5 0/1) T'fl3t5:ti:j:i9xf;b N-^OXt 
KU 71/-N- y ^7U7>;U^<y- h 2. 5 6 g^tfeMfetlTH 

/Co 

^*##r1£ (m/z) : (FAB) 2 7 0 (M + + 1 ) 

mmn&m*^? ccdc i , , TMSFWfppo 

6:1. 2 6 (3H, t, J=7. 2Hz) , 
2. 7 2 (3 H, s) . 
4.2 0 (2H, q, J=7. 2Hz) , 

6. 6 6 ( 1 H. s) , 

7. 10-7. 50 (1 OH, m) ' 
2) 1 4 - t'-^'J -;n . 9 9 

^5 0mli:4. 81ft h 'J^Ay h^-> K-y $ J - )^WL2 

N-'OXhKiJ N- y f-;U^7^<y - hi. 9 9 g© hJlx. 
>mi&7 0m 1 &«£0'1 -^<>^7U- 4 - 'J 1 . 9 9 

g^trax.. 2 4b^Fb1i 5 o°ct'T^fi5c-r^i^y-7U^i^^n»:^t> 

7UA/^ ^y-7U= 5 0/1) Tff^-r-SCirtU:^. 1 

7U- 4 - tT^'J N-OXh KU7U-N-^5 : -7U7!7 7U^<y- 
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h2. 3 0 g£n&m#V8t LXfttCo Z<Do*>0. 53g^^ 
? Om 1 (C$g#U 7v;Ugn 2 9mg^-JJD^. 

1 62-1 64 °C(MeOH-CH 3 CN) 
Tbfttfrmm (C 31 H 3 4N 2 0 6 £LT) 

C (96) H (96) N (96) 
Slfcfi 70.17 6.46 5.28 
H®Hit 69.93 6.50 5.24 

mmm 1 1 

1) h»j7x-^>X7-f >1 5. 7 4 g©fh7t Kd77>^ 
mi 2 Om 1 IZTJlzfym.ffi*. Tfc^Ts TWiiA,# 
+ ^U-H9. 4 5m 1 £1 O^HtftTU 4 5 3>IHISg& Lfc„ 
KtfcjftK: l -^>^;u- 4 - fcV*y i?;-;i/5. 9 8 g©r- h 5 fc 

FD77>M5 0mK f"^-ft»3. 2 m 1 ^JQUcJSTU 
i-T4Wmm&l,tc.o SES«E**7fc«-a^ft»i^^*JlD>L, 1% 
ififtTfc-CfllffiLfco »^tl^*S*^»*3^^ h U 9AtpH9 £ 

) -elfgJJ-rsc 0> S- ( 1 4 - h°^U >?;u) 

®*?}#ffi£ (m/z) : (FAB) 2 5 0 (M + + 1 ) 
ffi^l^^^ (CDC 1 3 , TMSrtSPfiUSI) 
5:1.40-2. 40(7 H, m), 
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2. 2 9 ( 3 H, s ) , 

2. 6 0 - 2. 9 0 ( 2 H, m) , 

3. 4 8 (2H, s) , 

7. 20-7. 40 (5 H, m) 
2) S- ( 1 -^>iS)l- 4 - fcV<'J S^U) ^T-tr-r- b 2. 

7 5 gcifc^u/c o. 2^7k®?{fc^ ^A-jn^y -;u^^rtn 

;l/-4-h°^'J^>5 L ^--;U^©i5l^i:LT2. 3 0 gf#fc 0 dft 
C h;i/ai> 2 0 m 1 £Jjnx.. -rt/ftSl. 9 1 gJ:f)llbn 

5^7x-;KV'>T^- hOh^x>M3 0m 1 BPbI 

S- ( 1 -<>^;u- 4 - fc'^'J N-^>XtK'JW 
ii * - Y 2 . 5 1 g tfc H H B t bTSfco 

c©-5 *> 5 0 0mg^y^y-;U3 0ml l3i?U l 
3 3mg£iHX-> «ffiT»«E*S*L/i«. x^;-;i/-i?xf ;b 
x-f^^ H B H t5;ti:«j:^ s- ( l -s<yy)i- 4 - t° 

0 0 m g £*Sfe*H*a t LT#/c 0 
Sil.& 1 1 5—1 1 6°C (E t OH-E t 2 0) 

Ttrnfrftm cc 30H32N2O5S <t lt) 

C {%) H (%) N (%) S (%) 
atlllfi 67.65 6.06 5.26 6. 0 2 
m$kW. 67.70 6.03 .5.28 6.05 
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mm 7 2 




1 ) N-OXh KU ;UT? 'J ;UT 5 K 9. 8 5 — T ^ y 

- 1 - 'O tT^ >J^>7. 7 Og©h )l i > 1 0 0ml 
1 0 0TCT—!fc«#Ufc8U Kt&ifc£«EESM8U #^n^3Kffi* 
i/'J*y^*7A?D7 h^77-f - (?ncufc;UA/y ^y 
= 1 9/1) T«ffi-T*ci:CJ:l5 % N-^>Xh Ktf;U-3- 
[ ( 1 -^y-^Jl- 4 - tr^U S JM T I J ] yott>7; K 1 

N-O^h K u ^- 3 - [ ( 1 -*<y*Jn,- 4 - tr^u >W 
7;;] ^oft>7; F0. 8 5 g^;-;l,5m 1 KigjBU 

3 - [ ( 1 -^yi^Jl- 4 - h°^U 7; >/] ^Db't>7; 

F • 2 0 . 6 5 g £&fe£H# H B B t hxntz 0 

IK.& 2 3 5 - 2 4 0 °C (EtOH) 
5c3IS##Mt (C».H 3 sN s OC 1 2 ■ 0. 5H 2 0i:LT) 

C (%) H (%) N (%) C 1 (%) 
Sl&lfi 66.01 7.12 8.25 13.92 
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^ffi .66. 30 7. 04 8. 36 13. 93 
2) t )ia'ymM^. zk^lfcy f-^ at;u ^ — ^A3. o 0 g©T- 
>7tKn77>100ml ig/Sj^tC. N-^OXhKU^-3- 
[ ( 1 -^>>>;U- 4 - h°^U >W 7;7] t°^->T $ K 1 

o. 50 g®7- h7tFo77>i o omi mm&muizx 3 0^ 

&.mZ7kl 0 0m 1 £iDX.> ?oo*;UATlliia5U ^jc^v 
*7A^D7hr77^ - (7DD^4/A/^;-;b=l 9/1) 

"emi?-r ^ c t (r J; 0 > N-O^t K'J^-N' - (l-^>>> 
;U- 4 - fcT^U h'J^f U>i?7;>5. 7 2g^^lfefA 

mMfrtirm (m/z) : (FAB) 4 1 4 (M + + 1 ) „ 16 7. 
9 1 

mmm&m^? h;u ccdc 1 , , tms ft&mm) 

6:1. 34-1. 4 4 (2 H, m) , 

1 . 6 5 - 1. 7 4 ( 2 H, m) , 

1 . 7 8-2. 14 ( 6 H, m) , 

2. 40-2. 47 ( 1 H, m), 

2. 63 (2H, t, J=7Hz), 

2. 71 (2 H, t, J=7Hz), 

2. 83 (2H, d, J = 1 2 H z) , 

3. 4 8 (2 H, s ) , 

4. 7 9 ( 1 H, s) , 
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7. 16-7. 40 (15 H, m) 

3) N-'OXfc KU ;u-N' - ( l -^>^;u- 4 - tf^y 

h'J^f l/>i?7;>4. 7 0gMh'Jif^T;>7. 3 0g 
O^^dd y ^ > 5 0 m 1 ^^(CtK^T> h'J^Xf >1. 12g 
£JJD*4 5^U;MO'h'Jt>Xf>l. 1 2 g^inx.^S{i 

x-mmwLtz 0 &fcm~&mmm7kmi- h u ^atk»«2 o om 
-r- (^ D D^wy^;-^=4 9/1) -rf&s-rs-ticj: 

0 l -^>XhK'J^-3- ( l -lyitJi - 4 - t°^U - 
2-^+V^*1f h Kaf'J * iS>0. 9 3 g^ffeittitlt 

l-^>XtK'JA-3- (1 - 4 - h'^'J i?Jl) - 

2 W+tf-'k Kd k e 'J ^ >>> 0. 9 3 g^-i^y -;U2 Om 

n:MU y-TJimo. 2 4 g^tnx.^^ *«IE«-«EEe*U^ 

(c£ 0> 1 -OXk K'J ;U- 3 - ( 1 4 - k'^U i? 

;u) - 2 w^-tf-fc Ko k°'J * i?y • :7v;u^i* o . 4 0 g 

K.& 1 1 8 - 1 2 0°C (E t OH-CH 3 CN) 
7n^«fll (C32H,tN, 0 5 • 1. 2H 2 0tbt) 
C (96) H (96) N (96) 
SlMfi 68.66 6.88 7.28 
HKfefiS 68.80 6.81 7.48 
H»J 7 3 

1- (3--hD^>i?;|/) -4-k 9 ^U>>;U N-OXk K 
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'j )\sti)\,s</ - h 2. 5 0 g^-x^ j -)l 10 0ml SO 1 ^ ? J - 

)i \ o om i <Dm&i£mzMMis. 7t>---^^aT> 7kmm 

mm - (3-T^y^>^;u) - 4 - fcyoj N-OXt 

^^Hfefi-TSCtCkfJ. 1- (3-7;M>^) -4- 
t°^'J K»J^*^<y- h • 2iMI&&0. 2 3 g 

ife* 2 1 5 — 2 2 2°C (CH 3 CN-E t 2 0) 

jtm^nm. (C26H 31 n 3 o 2 c 1 2 • 0. 2H s o tit) 

C (%) H (%) N (96) CI (.96) 
SUfctii 63.47 6.43 8.54 14.41 
m$k\fc 63.35 6.42 8.51 14.64 
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V A /~\ 

R 1 (CH 2 )rN Y4AN- R 4 

R 2 R 8 ' 


mm 


R« 


R 2 


P 


R s 


X 


Y 


A 


R 4 




70 


O 


H 


0 


CH 3 


0 


0 


O 


-OrQ 


/C0 2 H 
Jl 

H0 2 C/ 


71 




H 


0 


H 


0 


S 


o 




/C0 2 H 
Jl 
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a 


H 


0 


H 


0 


0 


o 
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i;7x-«0. 8 5 gs h'Jif;l/7i>0. 4 9gOh^ 
x>M2 5mli:^7x-;b'J>i7^Kl. 2 1 g^ftl^U 1 
0 0 o C(CT 1 B£P*UJi#U jg{C3 O^Pifinf^il^Lfco 
i&^T^lfc^ 3 a- 8 -^>i?;U- 8 -Tlf tfi/^o [3. 

2. i] *?*>-3-:*--;k). 8 7g^tiix., 6 mmmmm. 

y-;U= 5 0/1 ) X~mm-tZZ tlli^ 3a-8-^>^l/- 
8 -T+rt::y?a [ 3. 2. 1 ] * ? ? - 3 - >T N-'OXfc 

*y-;U3 Om 1 i:j§HU 4^fMft7K^-> ? ^-+-9->^ 1 . 
5m 1 £tm*S«*ffl*L*:». ^^y-^-7jc^0lfM B B H -r6- 
ttcj:^ 3 a- 8 -^>^;b- 8 -Tlf tiS/?o [3. 2. 1] 
- 3 - N-OXh YVA,%JW<*- h • £&%0. 

7 5 g £ bTf#/.r 0 

Si* 2 7 7 - 2 7 9°C (#«0 (EtOH-H 2 0) 
7C*^«fll (C28H 31 N 2 0 2 C 1 tit) 

C (%) H (%) N (%) C 1 (%) 
Slftffi 72.32 7.15 6.02 7.62 
f£®Hit 72.55 6.87 6.05 7.52 

mffiM7 4 fc^«i::LTjaT©IIS6t«7 5 <D<k&to&mc 0 

mmm 1 5 

3a-8-yf;l/-8-7f fi/^D [3. 2. 1 ] * ? ^ - 3 
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-4Jl N-^XtFyW^Z-^'ill 

2 9 7 - 2 9 9°C(#f) (EtOH) 
itmfrtitW (C 22 H 27 N 2 0 2 C 1 tU) 

C (%) H (%) N (%) C 1 (%) 
StUnl 68.29 7.03 7.24 9.16 
HiHpl 68.11 7.19 7.28 9.28 
IIi7 6 

i?7t-^il. 2 7g. h 'Jxf;l/T * > 0. 7 3g©Mb 
^>^^4 0 m 1 i:Ij&CT^7x-^'J >WtT*S K 1 . 4 2ml 

^iib, i. smmmi&mffiLtzo s^^^t^u/^ 

3 £- 8 8 -Tif a [ 3. 2. 1 ] * 9 9 > - 

3 -*-;n . 30 g^finx., 8B^r^in^glEt/c 0 SJ£fl££-^i& 
D^;i/A/y *y-;u= loo/i) -emm-rzz tiz&o, 3 £ 

- 8 -s<yi?)l- 8 -Tif [3. 2. 1 ] 9 9 - 3 - -f 

^;-^3 0ml 4?m^ft:7jc^->?^-^if>^ 1 . 

*K 3 £- 8 -^<>i?;U- 8 -T-tf tf->?n [3. 2. 1 ] ? > 
V-3-^^ N-OXt K'J;^^/^-h -SiSl. 0 7 

2 2 7 - 2 2 8°C (EtOH) 
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7tmfrVT& (C 28 H 31 N 2 0 2 C 1 tut) 

C (%) H (%) N (96) CI (%) 
Sfftlfi 72.63 6.75 6.05 7.66 
72.49 6.82 6.08 7.76 

mmm 1 1 

16.6 1 7 6 - 1 7 8°C (CH 3 CN-Et 2 0) 

TTC^tJfffi (C 25 H3oN 2 Oet UT) 

C (%) H (%) N (%) 
StttiE 66.06 6.65 6. 16 
H©H£ 65.73 6.61 6.16 

mmm 7 8 

1 - [ ( 6 - t Ko^i/yf;i/ - 2 - t*>J - 4 - 

WMit&ty : 6 -ZTa*: Jl-Jl- 2 J - Jl 

131-1 33 °C (E t OH— E t 2 0) 
TC^I/ffl (C 28 H 31 N 3 0 7 i LT) 

C (%) H (%) N (%) 
StUB 64.48 5.99 8.06 
64.20 5.92 8.06 

mmm 5 3 £i^«i(cLTJK(TcDnagM7 97^8 zoit^^n 
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7 9 

1- (4-xfM>^) - 4 - h'^'J r^ji N-'OXh K 

^*4ft^^I : 4 -xf;K>X7^fh K 

11 6-1 17*0 (CH 3 CN-Et 2 0) 
jtmftVrm (C 30 H 3 *N 2 O e • 0. 2 5H 2 0£UT) 
C (%) H (%) N (%) 
mffoW 68.88 6.65 5.36 
HiMi 68.58 6.80 5.64 

mmm 8 o 

1 - [ 4 - ( 1 - t*o »J v?— ;U) /< > - 4 - tT^ U 

^{b^ : 4 - ( 1 - b'o ij ^>X7^ft F 

Bfe.£ 1 3 5 - 1 3 8'C (Me OH— i — P r 2 0) 
7t;^t#iJHii (C 30 H 37 N 3 O2C 1 2 • 0. 7 5 H 2 Oi l/T) 
C (%) H (%) N (96) CI (%) 
SUSUfi 64.80 6.98 7.56 12.75 
HiHt 64.89 6.82 7.58 12.68 

mmm s 1 

1- (3-tKD + '>^>^) - 4 - tf<U S^b N-'OX 
tK'J^*^<y-F' 0. 5!7v/HI2& 
HC*Hfc-&fcl : 3 - b Kn + i/^>X7;l/ft F 
1* 15 1-15 2t (EtOH — Et 2 0) 
TtmfrVrffi. (C 28 H 30 N 2 O 5 • 0. 2 5H 2 0i:tT) 
C (%) H (%) N (%) 
SSItt 70.20 6.42 5.90 
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H®Hf 70.19 6.28 5.83 

mmm 8 2 

l-(3, 4 - >>t Kot^>«;;b) - 4 - t'^'J N- 

1K.& 1 9 0 - 1 9 2°C (CH 3 CN) 

7C*^«ftt (Ca.Ha.NtOi • 0. 2 5H 2 0tbT) 

C (%) H (96) N (%) 

.Sain 71.46 6.57 6.41 

m$fcW 71.84 6.45 6.52 
^Jfcfll 8 3 

l - [ ( 6 - / f-Ji- 2 - h' u y - 4 - t*^ >J s>;u 

%m<b&%o : 6 - / )i> - 2 - e >; > * t k 

it* 158-159 °C (EtOH) 

TtJHHJHfi (CaoHssNaOst LT) 

C (%) H (*>) N (%) 
StUS 67.78 6.26 7.90 
HiHiS 67.90 6.37 7.90 
HSfetfJ 8 4 

4 _ f/^fj N-^>Xt KU h • i&m& 1 . 

6 0 g. 3-ft7x>*;Wft K0. 4 0ml©l, 2 - 2> 
^ddx^M2 0mli:b'J7-t h*iS7km<t*Vm't- b »J ^ 
A 2. 9 2 g^Sflt^i^ollO^ £fiT— »&S#Lfco SEc^ 
ClSfP^Tk^^ h U ^ATK^^-tin^. pH9tU:i, ?no 
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(?va*)lA// ? J -JU= 5 0/1) •VmWL-fZZblzX*) 1 
- ( 3 -7-—JI) N-^>Xh K'J;l*;^/ 

-hi. 5 6g$-#/; 0 :cD^l. 0 1 g^^^;-^5 0ml 

CtlCiO, 1 - ( 3 -5=-— ;t/) - 4 - fcT^'J N-OXt 
KU*^><^- h • ->A»>Htf&0. 5 3 g t LT#fc c 

Bfe£ 1 2 8 - 1 3 0°C (CH 3 CN-Et 2 0) 
TC^tfflfi (C 26 H 28 N 2 0 6 S • 0 . 2 5H 2 0<tLT) 
C (5X0 H (90 N (%) S (*>) 
lit 62.32 5.73 5.59 6.40 
MMfcifc 62.35 5.62 5.55 6.57 

nmrns 4 ti^iictTj^Toii^js 57^8 9<D4t&®}&m 
mmm s 5 

1- ( 3 -jtf-JU- 2 --r^-;lO - 4 - fcT'OJ N - •<> X 

t K'J h • iSx.vmiM. 

tt£ 1 86-1 87 °C (EtOH-EtiO) 
TE^t^flrffi (C 27 H 3 oN 2 O e S • 0. 2H 2 0tLT) 
C (<*) H (%) N (%) S (%) 
SiHil 63.07 5.96 5.45 6.24 
63.13 5.98 5.40 6.26 

mmm s 6 

1- ( 5 - y ^Jl- 2 --r— ;U) N-'OX 
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WM<t&®} : 5 2 - ft7i>*;Wh K 

ife* 2 0 1 - 2 0 2°C (CH 3 CN-Et 2 0) 

TC^^HS (C 87 H,oN:0,Stbt) 

C (96) H (96) N (96) S (96) 
63.51 5.92 5.49 6.28 
63.57 5.82 5.42 6.36 

fiCf*fb'&"Bf : 5 ho - 2 V^U'^-r b K 

16.6 1 3 3 - 1 3 5°C (EtOH-THF) 
7C3K##fte (C 2 4H 26 N 3 04SC 1 tU) 

C (%) H (96) N (96) S (96.) CI (96) 
SHIS 59.07 5.37 8.61 6.57 7.26 

UgHfi 58. 99 5. 38 8. 52 6. 37 7. 31 

mmm a 8 

1- ( 1 H- fcfo-JU- 2 ->OM ^Jl) - 4-t°^y^;U N 

JM^fk^ : lH-t , D-;l/-2-*WftF 
ife* 18 1-18 2°C (#«?) (E t OH) 
TtmftVrtiL ( C 26H29N3 0 e h LT) 

C (96) H (96) N (96) 
mffiifc 65.12 6.10 8.76 
H©Ht 64.82 6.00 8.82 

mmm s 9 



mm 8 7 

1 - (5 
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1 - [ ( 1 - / 1 H - k* d — ;U — 2 ->f AO - 4 

WMit&VB : 1 - y 1 H — b° n — ;U — 2 K 

ltt.& 1 5 5 - 1 5 7°C (#8?) (MeOH-CHaCN-E 
t ,0) 

7C*^«fffi (C. 7 H,,N,0. • 0. 2H 2 0tlxT) 
C (96) H (96) N (96) 
Stt'Ht 65.23 6.37 8.45 
65.24 6.34 8.40 

mmm 9 0 

N- (a-i/^D^f;K>^) #4/^V-h 0 
. 6 4g 3 ? y 2>y -;uo. 4 1 g© Wl>:r. >SSi0n 5 
m 1 i:7;t/^>«iT, **ffct h 'J A 0 . 0 2g^M, 14 

o °c(wT^-r a y * y 5 ^s#l^ 0 gj&jft 

A?DVf/77-{ - (^nnW/^;-^ 2 0/1) "C 
*^'y-hO. 3 8 g LTff/co c 

n*^;HHomii:»)nu 77Afto. 1 3 g^jn^u 

MA 1 5 5 - 1 5 6°C (MeOH-CH 3 CN) 
jvmftffim (C 23 H3oN 2 Oe • 0. 2 5H 2 0tLT) 
C (96) H (96) N (96) 
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mmm 63.51 7.07 6.44 

HSfefit 63.58 7.00 6.42 

mmm 9 o tmrnizLxziTommms 1 o^m^m^o 
mmm 9 1 

1 - A:>i?;| / -4-h , ^'Ji?;i/ N- (a - is 9 uy*f- fr^y i> 

mPrit&ty : i -^<y itfr- 4 - y -;u 

1 5 0 - 1 5 2°C (MeOH-CH 3 CN) 
7c3H^«fffi (C2 8 H S4 N 2 0etlt) 

C (90 H (9<>) N (%) 
SIHI 68.00 6.93 5.66 
mUkm 68.06 6.98 5.62 

mmm 9 2 

4 - fcWJ N-'OXh K»J ^fc^"*.*- h • il^O. 

8 6 g, fekMlfc* U 0. 7 6 g©^y f;l/^;^7 $ 
$20mli:N- [4- (^^>^;i/^-;i/t+i/yf;i/) 'Oi^ 

7A?n? h ^5 7 -f — (^dd*AA/^ ^ y - ;u = 4 0 
/ 1 ) Tflllg-rs:: fctr.<ktK 1 - [4 - (h^Wn?^; 
hVf ^) 'Oy/H - 4 - tV<y N-OXtF'JM^ 

^v-M. 3i g^ifei«£tUfifco ;tic^;-^2o 

m K 7k 4 m K 'J^AO. 2 0 g£lll]>U g.UT"6!%ffim, 
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mlCjgHU 4 Mltmitfrm 1 . 5ml^ 

ckO. 1- [4 - (T^y ^<>^;u] - 4 - t e "<>J ^ 

N-^>Xh A,1])W<t- b • 2i&^&0. 6 1 g £3ifei& H H H 

flfc£ 1 9 7 - 1 9 9°C (EtOH-Et 2 0) 
5cil##HI (C 27 H 3 3N 3 0 2 C 1 2 • 1 . 5H 2 0tbT) 
C (9e>) H (%) N (90 CI (*>) 
iHf 61.25 6.85 7.94 13.39 
H$Ht 61.31 6.47 7.89 13.33 

mmm 9 3 

8 0 g. 'J 0. 9 5 gCDT-t h - h >J Jimffim 10ml 

(15 - 7noyfJl/-N- h 'Jf;K>X>f $ ^*/-;uo. 9 9 g 

(^nD-];W^;-^= 3 0/1) tiSt5l<!:i:J;^ 

l- (N- h U 5 * y */y - 4 - t?^ 

h > 2 0m 1 Ci&JBU 1 ItM5m 1 £j&n*-. SIT 2 
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Zztizx*)^ l- (iH-^<>X^^7-;b-5->f;Mf;i/) 

0.8 1 g^ifegStltifc, 

241-242 °C (i-PrOH-Et 2 0) 
7C*$MMf (C«7H,oN«02C 1 2 • 0. 5H 2 0t LT) 
C (96) H (96) N (96) CI (96) 
gt&1t 62.07 5.98 10.72 13.57 

Hifeffi 62.46 5.89 10.62 13.51 

9 4 

3 ? >J i^r.^ N- (a-is?v^3risJV'<>i?)l) tiJl 
^V-hO. 4 5g©2-7^; >M5m 1 C 3 ^ffc^^U 0 . 

o 8mi^iTU set 2 n*ra«# u vtm^tz^&^umvtz 

2 -y^y >"CiSfe^-r*CltCJ:e).> 3- [ [N- (a-f? 

\)*Jzl*jS* 3-S?K 0. 6 3 g£*Sfo|£fii Itftfco 
2 4 5 - 2 4 7°C ($M?) (2-7~?J» 
5c3f*«fl6 (C 22 H 33 N 2 02 I t LT) 

C (96) H (96) N (96) I (96) 
SHIS 54.55 6.87 5.78 26.20 
H©H6 54.56 6.78 5.79 26. 10 

mmm 9 5 

3 J3- 8 8 -Y4f\£is2n [3. 2. 1 ] * ? ^ - 
3->Ob N-'OXt KU^^^^V-hO. 5 2g£D2-7'3' 
J >^8m 1 ds^ffcyf-^K). 0 8ml £gfi-e»rFU ^ 
T3O0-HU 5°CJ^TT-Bfe^#b^^. jE('3^Yby^;U0. 0 



1 0 0 



WO 95/06635 



PCT/JP94/01436 



4 m 1 ZffiT U 50 °CT 3 0 frfBlMW Ltz 0 W.IZ 5 °CJ^TT— Bfc 

f;l-8-7'/~TI:-/?D [3. 2. 1 ] it 9 Z - 3 - -f >>U . N 
-'OXfc KtfJU* ha-i? KO. 0 6 g*&§fe*£fit I, 

Hftj£ 2 4 1 - 2 4 3t (#8?) {2-72 J V) 

te^##H£ (C 28 H 33 N 2 0 2 I ttt) 

C (9<0 H (96) N (96) I (96) 
SiHfi 61.27 5.85 4.93 22.32 
HiHS 61.09 5.78 4.86 22.43 

mmmi 6 tmm^Lx^xTommm^ 6 so* 9 7 
nmm 9 6 

-Jl 

2 1 1—2 1 2 °C (EtOH— Et 2 0 ) 
7cil#flf^ (C 20 H 29 N 2 O 2 CI -0.25H 2 OtU) 

C (96) H (96) N (96) CI (96) 
SlUfi 65.03 8.05 7.58 9.60 
Hi&lfi 65.07 7.93 7.59 9.79 

mmm 9 7 

4 - + ? ? ij iS^jl N-'OXfc KU h • iM^iM 

^mfb-^ : 4 ? 'J -;u 
Hi* 248-2 5 l°C(EtOH-Et 2 0) 
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7c3fc##Hfc (C 2 iH 2S N 2 0 2 CI -0.25H 2 0 t LT) 

C (%) H (%) N (%) CI (%) 

Sttffi 66.83 6.81 7.42 9.39 

H©Ha 66. 98 6.71 7.49 9.43 

mmm 9 0 ttmmiz lt^toiwj 9 8 9 9 (bit&m&n 
mmm 9 8 

(3R) - 3 - + ? * »J ;U N- (a-i/^D7*f 

: (3R) - 3-+Fi"Ji?;-;l/ 
1 1 6-1 1 7°C (CH 3 CN) 
Ttmfrlftm (C lfl H 26 N 2 0 2 tit) 

C (JXO H (%) N (%) 
WmW 72.58 8.33 8.91 
72.54 8.34 8.90 

mmm 9 9 

3 8 8 -T-tf h"^^n [3. 2. \] it 9 9 - 

HCftffc'&ftl : 3 ^- 8 -s<>i?J\,- 8 -T-tf h"£/? n [ 3 . 2. 1] 

Hi* 1 78-1 80 °C (AcOEt) 
7cJt#fJH& (C 28 H 34 N 2 O s -0.2 H 2 Otlt) 
C (%) H (fc) N (%) 
Sttffi 67.51 6.96 5.62 
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67.55 6.98 5.67 

mmm 1 o o 

N, N' -O (4 -?uoOXt K'J ;lO 5c it 6 . 9 4 g. 1 

-^>^;u- 4 - tr^y i>y -^1/7. 5 2 g© 1 6 

0 m 1 CTkUrrt;^ h'J^A (6 0%) 0. 28g £tlD;U 4 B ffitU 

F/77^f - (^dd*W^^;-A= 1 0 0/1) T 
tt^-r^ c tiz X *K 1 -*<y*JA,- 4 - hWJ i^>»I/ N- ( 4 - 

J -;UtC<k C iKJ; £ 0 . 8 7 g^ife^ H a H tlT# 

/Co 

1 32-1 33 °C (EtOH) 
jtmfrVrm (C 26 H 27 N 2 0 2 C 1 tit) 

C (%) H (%) N (%) CI (%) 

Stt'fit 71.80 6.26 6.44 8.15 

mmm 71.68 6.19 6.42 8.30 

mmm 1 o 1 

4-^'Ji?A N-^>XtK'J;^;My-h2. 4 0 g© 
T-tr h y ;u 3 Om 1 ^{r. ^(rT3, 4 - i?— hn^>-? 
^^DiJK2. 0 1 gSO*^7K^^7 y ^7 A 2. OOg^M, 1 

smr$m.wistz 0 u mm*mj±mffiLtzm^ mm* 

3/2) -CMM-rSdiClJ;^ l-(3, 4-^Fd^>^) 
-4-tr^y^;U N-OXbF'J^V<^-M. 9 1 
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H*#flfffi (m/z) : (FAB) 4 9 1 (M + + 1 ) 

hfr (CDC 1 3 , TMSWSPSI*) 

6* : 1 . 6 0 - 1. 8 0 ( 2 H, m) , 

1. 85-2. 00 (2 H, m), 

2. 20-2. 40 ( 2 H, m), 
2. 5 5 - 2. 7 5 ( 2 H, m) , 
3: 6 0 (2H, s) , 

4. 70-4. 85 (1 H, m), 

5. 29 (1H. br, s), 
5. 9 6 ( 1 H, s) , 

7. 2 0 - 7. 4 0 ( 1 OH, m) , 

7. 6 5 - 7. 7 5 ( 1 H, m) , 

7. 8 0 - 7. 9 5 (2H, m) 

mmmi o 1 tmrnz^xsiTcommmi 02M1 o 5©^ 

10 2 

1- (3-— haO>?;U) - 4-h°^U^^ N- (a—>? 

HA& 104-l06°C(EtOH-Et 2 O) 
TtmftVrW (C2eH 3l N 3 0 8 - 0.25H 2 Otlt) 
C (%) H (90 N (.96) 
60.28 6.13 8.11 
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mmm 60. 19 6.05 8.17 
mmm 1 0 3 

3 £-8- (3--hD/<>^) - 8 -Tiffin [3. 2 
. 1 ] Hr9 9- 3 --f;u N-'OXt F'J;^^y-h . 

3 y8- 8 -T-tf h"->^a [ 3. 2. 1 ] * ? * - 3 - 
Mfej^C 1 5 2 - 1 5 4 °C (E t OH) 

7C*#*fffi (C 30 H 3] N 3 Ob tLX) 

C (%) H (%) N (%) 
Sl^t 64.16 5.56 7.48 
mUkm 64.04 5.44 7.46 

mmm 1 o 4 

3 /S - 8 - (3--hn^>-;^) - 8 -Tif t*i/^ □ [3. 2 
. 1 ] 1r99- 3 --f )l N— (a- , >^n7'f;K>^;l') 

3 £- 8 -T-tfti^n [3. 2. l]^-^^-3- 

JJl N- (a-^^D^f;K>^) 

h 

ll^firt (m/z) : (FAB) 4 5 0 (M + + 1 ) 

mmm.&mxn? (cdc i 3 , tmsf*38b«2io 

5:1. 62-2. 1 4 ( 1 4 H, m) , 

2. 5 2 - 2. 6 2 ( 1 H, m) , 

3. 14-3. 22 (2H, m) , . 
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3. 6 6 (2H, s) , 

4. 52-4. 62 (1 H, m), 
4. 84-4. 94 (2 H, m) , 
7. 20-7. 34 (5 H, m), 

7. 46 (1H, t, J= 7. 9Hz), 

7. 7 0 ( 1 H, d, J= 7. 3Hz), 

8. 0 9 ( 1 H, d, J= 7. 9 Hz) , 
8. 2 6 ( 1 H, s) 

mmm 105 

h 

mn<t&® :^>Xt K'J;l/7*n * K 
Ul£ 1 5 5 - 1 5 6'C (EtOH) 
TtmfrVrm (C 32 H 32 N 2 0 2 tit) 

C (90 H (%) N (%) 
SSftg 80. 64 6.77 5.88 
Hl^lfi 80.66 6.84 5.88 

mmm 1 4 ti^fid brj^TcDHM^i 1 0 6 nm. 1 0 8 <D<t&<&) 
mmm i 0 6 

3 0- 8 -Tif \iz/9a [3. 2. 1 ] * - 3 --f ;U N- 

^ >x b k u >\<t) >\"<* - v - t&mm 

I^ft^i : 3 J5- 8 -^>>?;U-Tif b o [3. 2. 1 ] * 
?*-3--OU N-^>XtK'J;l/*;^^-h 
Bfc£ 1 99-20 1 °C (EtOH-Et 2 0) 
jtm^frW (C 2I H 25 N 2 0 2 CI • 0.5 H 2 Ot UT) 
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C (%) H (*>) N (96) CI (%) 

mi&m 66.05 6.86 7.34 9.28 

65.94 7.05 7.32 9.03 

mmm 1 o 7 

3 0- 8 -Tlf fc:^?u [3. 2. 1 ] * ? ? - 3 - >T ^ N- 
(a - i/>7 D^fM>y^) ^;U/<y-h 
HC^Kt^^ : 3 £- 8 -'Ov^U- 8 -T1? [3. 2. 1] 

W&frffim (m/z) : (FAB) 3 1 5 (M + + 1 ) 
©HKSWA:*^? h;u (CDC 1 3 , TMSFW^) 



5:1. 


6 


0 - 


2. 


1 2 


( 1 3 H, m) , 


2. 


5 


2 - 


2. 


6 2 


( 1 H, m) . 


3. 


0 


0 - 


3. 


2 0 


(2H. m) , 


3. 


6 


2 - 


3. 


7 0 


(2H, m) . 


4. 


5 


0 - 


4 . 


6 0 


( 1 H, m) , 


4 . 


8 


2 - 


4 . 


9 8 


(2H, m) , 


7. 


1 


6 - 


7. 


3 2 


(5H, m) 


SfcftI 1 0 


8 











UL£ 1 4 2 - 1 4 4 °C (E t OH-E t , O) 
7G*#tfrtt (C,7H 2 5N 2 0 2 C 1 «0.25H 2 OirbT) 
C (%) H (9tO N (9t>) CI (96) 
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SSHfit 62.00 7.80 8.51 10.76 
^HM£ 62.12 7.74 8.49 10.95 

mmm 1 o 9 

3 J3- 8 -Tif h"i/^ cr [ 3. 2. l]^^^-3--T;U N- 
'OXt K'J AfjJl'**- h • it^iMO. 5 0 g. 3-x*!7 * > 
*^ftFO. 1 8g©l, 2-^^DDi^>ii|i Oml 

h 'J7-fe h + -> J!k3Ef fc* *>3fcx HJ ^ A 0 . 95g &'J?m3*-ol}U 

^57>f — (?DDt»u-*^Do,t>;i/A/^;-^= 100/ 

1 ) -cm^-T'S^ fcClJ:*^ 3 /3 - 8 - (3 --r— - 8 - Tif 
k"->?n [3. 2. 1 ] 3 — T N-OXhK'JM 

5 5g», :n^x^;-;H 5mll«U 

8 - (3 -x — ;iO - 8 -Tlf tf£/*n [3. 2. I 1 * ? ? 
N-'OXt K»J h • 7 v;b$?i*o. 5 

3 g £&££J£ B B B i: Lrmtzo 
MM 1 07-1 09 °C ( E t O H - E t 2 O) 
jvmfrmfe (C 3 oH 32 N 2 Oe S -0.75H 2 OtLX) 
C (%) H (%) N (%) S (%) 
SUfclt 64.10 6.01 4.98 5.70 

63.95 5.88 4.92 5.74 

mmm 1 1 o 
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h-iMH^O. 5 0 g, 3 -^isr-y x. >#7t^<7Uf r b KO. 18g 
© 1 , 2 -^^oax^>^ 1 Omli:h'J7t b*iS7kmit* 
^ith'J^AO. 9 5 g ^-^i-rotJDx.. Ifit 3 B PeUf # Lrc 0 
SMtrfafD^igTK^-iDx.. fiafu^7jc^^ h U t?A7jc*g$£lrax., 

/Co i t>nfcil^ 'J * f 7 A ^ d v h ^7 7 ^ - (?a 

D^;t,A-*?DD*wy^;-;i/=5 o/i) -eif^-r^ct 

1 - ( 3 --r— 7U) - 4 - bVOJ >J)l N- (a-i/?n 
y^^Jl^y^j^ fu\,s</- bO. 6 0g^#fc o zn&/?j- 

^2 0mii:^u 6 5 mg&mx.fem&mmTmz; 

b/co a^^-y ^7 -7U-T-t? h U 71^ ib&£B& J && c 

0. 1 - ( 3 -7-— 71/) - 4 - fcf^'j ^71/ N- (a->^n7'f 

&i& 1 6 2 - 1 6 3 °C (MeOH-CH, CN) 

TtmfrVtm (C 26 H 3 2N 2 0 6 SirbT) 

C (%) H (%) N (%) S (%) 

SlUfi 62.38 6.44 5.60 6.41 

mWiW 62.00 6.37 5.49 6.42 

mmm 1 1 1 

A-V^VifJl N- (a - i/ 9 a yifjl) #7U^y- 

b - 0. 5 0g, Z? )IZ>3-)\,Q . 1 5g01, 2-V?u 

ujl? 10ml lz&U~c h 'J T-fe h^>7Mt{b*^itf- h U 

•7^0. 9 5 g^a-TojfjDx.. ^iST— Bfeit#U7c 0 St&^C^ 
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1 ) Tlt^t-^- irdcttK l-7";l7'J;b-4-^'Ji?;l' N 
- (a-'>^D7'fM>-;;b) #;U^V-hO. 5 5g*#f:o 

*y-;n omi cifgjgu 77;i/io. l 7 g£io;t. 

l - y ^- 4 - h'^ y N-(a--> 
^D^fM>^;i/) — h • 7-7;mi o . 6 0 g£$£fe 

Hl£ 1 6 6 - 1 6 7°C (CH, CN) 
Ttmfrtirm (C 26 H 32 N 2 O, t IT) 

C (%) H (%) N (%) 
SlUtt 64.45 6.66 5.78 
mUkiM. 64.17 6.60 5.75 
mmmi 1 l i:I^^I(rLTJ^T©IIWJl l 2M1 l 3 2-#*r G 
HS&ffl 1 1 2 

1- (2, 3-^tKD-5-^> i ; [b] 7 - 

mW<t&%0:2, 3 -i>k Ko- 5 [b] 7 7>*W 

ft F 

it£ 1 21-1 23°C (EtOH-Et 2 O) 
itmftmU (C 32 H 34 N 2 O, -0.5 H 2 OirLT) 
C (%) H (%) N (%) 
Slffeli 67.71 6.21 4.94 
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mUfcW 67.56 6.08 4.87 

mrnrn 1 1 3 

1- (4-^xF + i/yfM>^l/) -4-h's<>)iS)l N- 
Mm##Hii (m/ z ) : (FAB) 503 (M + + 1 ) 

mmm>m%*^? vji (dmso-cJs , TMSft&mm) 

5:1. 13 (6H, t), 

1 . 4 5 - 1. 6 0 ( 2 H, m) , 

1 . 7 5 - 1. 9 0 ( 2 H, m) , 

2. 10-2. 1 5 (2H, m) , 

2. 60-2. 70 (2 H, m), 

3 . 2 9 ( 2 H, s ) . 

3. 40-3. 6 0 ( 6 H, m) , 

4. 50-4. 5 5 ( 1 H, m), 

5. 4 5 ( 1 H, s) , 
5. 8 6 ( 1 H, d) , 

7. 20-7. 35 (14 H, m), 

8. 2 1 ( 1 H, s ) 

mmm 1 1 4 

1- ( 4 - >J3- h^r-y/ T )ls<> i? )l) - A - V<W)[, N- 
'OXh KU ;U £ hi. 12 gCDT-b h>^3 5mli: 

mi® Ltz&^ m.%imm7kmi- v u ^ atk^^sdx. p h 9 1 
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- ( 4 - ^ y >W - 4 - tr^ g n >x t k u 

(m/z) : (FAB) 4 2 9 (M + + l ) 

mmn&m*^? hJi (DMso-d 6 , tmsi^sp^) 

6 : l. 45-2. 05 (2 H, m), 

1. 7 5 - 1. 9 0 (2H, m) , 

2. 10-2. 25 (2H, m), 

2. 60-2. 75 (2 H, m), 

3 . 5 6 ( 2 H, s ) , 

4. 50-4. 6 0 ( l H, m) , 

5. 8 6 (lH, d, J= 8. 0 Hz) , 
7. 2 0 - 7. 2 5 ( 2 H, m) , 

7. 2 5 - 7. 3 5 ( 8 H, m) , 

7. 5 3 (2H, d, J= 9. 2Hz) , 

7. 8 7 (2H, d, J= 9. 2Hz) , . 

8. 2 5 ( l H, d, J = 8. 0 Hz) , 

9. 9 8 (lH, s ) 

mmm i i 5 

i - ( 4 ^ - 4 - tr^'j N-^>xt 

K U A/ijJW< y-hO. 3 0g> ^^f^T;>- 0 . . 0 6 

g© l , >e®?S6m l {zmm.'V V 'J7t 

7km<t*>Jmi- h 'J O A 0 . 4 5 g^fi-ToJn;^ m©T*— Bftjf 

#Lfc Q KiEffiiri&ft&B***-*- h 0 ^ATk^^-jn^pH 9 ti 
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2o/i) -emm+zzttz&t)^ i - ( 4 _^^^ ;l/T$ y y ^ 

0. 2 7g^:„ C^x^y-^Smnijg^U 4 ^^Yk 

f-i^ 1- (4-^yf;l/7;;yf;K>i?;t,) - 4 - >; 
N-^>Xt F'J h • 2iMi&&0. 1 8 g&m 

2 4 2 - 2 4 4°C (^) (EtOH-Et, O) 
7E^##Hfi (C 29 H 37 N 3 0 2 C 1 2 • H 2 O t L/T) 
C (%) H (&0 N (%) CI (%) 
3g|fft 63.50 7.17 7.66 12.93 

nmm 63.53 7.08 7.60 12.86 

^J&#J 116 

1- (4-/fA7;;^fM>«;^) -4-fcVo;^ N- 

2 2 7 - 2 3 0 °C (E t OH-E t« O) 
^t##Ht (C 28 H 35 N 3 0 2 C 1 2 -1.5 H 2 OtlT) 
C (%) H (%) N C9tf> CI. {%) 
Sit 61.87 7.05 7.73 13.05 
62.17 6.99 7.67 12.73 

mmm 1 1 7 

1- (3-— ha^>^;U) - 4-t°^'J^^ N- (a -y ? 
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D7f;K>^;W ti)lJ<t - Y o . 7 4g©x^;-;i/^7m 

3.9 j -JucmmL, 4mmi&<t7i<im- y**v->mm i m i &m 

1 88-1 90 'C (EtOH) 
7t3t##Ht (C 24 H 33 N 3 0 2 C 1 2 -0.5 H 2 OtU) 
C (%) H (%) N (90 CI (%) 
SffclS 60.63 7.21 8.84 14.91 

Hlfctit 60.47 7.33 8.72 14.71 

mmm 1 1 8 

3 B - 8 - (3--hD^>-;;|,) - 8 -T+f tfi/? n [3. 2 
. 1 ] 3 ->OU N-^>XhK'J;l/*^M-hO. 5 

6 g©x*y -^JB»ffi2 0 m 1 ^;H^ET> 7jcff|# 

^ET@£Ltfr 0 #bn/:^i^;-;i'2 0mli:iiU 4 
- 1 m 1 £tn>U ^iMET®*L 

^- 8 - (3 -t ^ y^:>i;;u) - 8 -r-tf e^^o [3. 2. 1] 

- 3 - -f 4/ N-'OXt KU h ■ 2%^0 

. 3 6 g t LTftfco 

238 -24 0 °C(EtOH-H 2 O) 
7C^#ffrH (C 28 H 33 N 3 0 2 C 1 2 -0.5 H 2 Oi LT) 
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C {%) H (%) N (96) C 1 (%) 
SifcfS 64.24 6.55 8.03 13. 54 
mUfeffi. 64.14 6.64 7.79 13.15 

mmm 1 1 9 

3/S-8- (3 bv^yyjl,) - 8 _ T 4f t i/ n [ 3 2 
'</-hl. 8 0g^x^;-;i3 0mli:JgiU 5*- — v^r 
&&£«M*b#£n;fcgiaE£T-fe h-h U;U5 Om 1 

tlZ<kt)®.mM3 0- 8 - ( 3 -T ~ y 'OS^U) -8-T1f 
t"->?n [3. 2. 1 ] 3 -4)1 N- (a-i/^D^f 

%A,s<jt- h . 2fg$tfg 1 . 7 0 g&%kM&W\fckL 
T#fc 0 CCD 0 . 5 0 g^x^ ; - ;b-7t h - h 'J ^^bSi B H a 
t^CtC^^ 3/S-8- ( 3 -T 5 7 - 8 -Tift: 

^?n[3. 2.1]^-^^-3--r;l/ N- O-i/^o:/^ 

1 8 3 - 1 8 7°C (E t OH-CH3 CN) 
7C^fJfflt (C 26 H 35 N 3 0 2 C 1 2 -0.75H 2 0£LT) 
C (%) H (%) N (%) C 1. (%) 
Siftig 61.72 7.27 8.30 14.01 
£&4£ 61.60 7.07 8.27 14.04 

mmm 1 2 0 

N-^>Xt K'J h • i&mi& 1 . 0 
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g. mmtt 'J +>U 0. 8 0 g©T-tr h y l 5m 1 KM 

igT t e r t - Zf^-Jl N - ( 4 -7'ot^;i7X-;l/) -N- 
>fM^V-hO. 8 6 g£jf!ll;i. ^iST 1 3 BffimWLtzo ^ 

1 ) rtSS-TSCtCJ:*). 1 - [4 - [N- (tert-T'h* 
i/tDl^ji) -N- y f-;i/T $ j ] - 4 - fc^-'J 

N-^>Xb Y*) A,1i)\,'<*- h 0. 8 9 g L 

C0fc0^x^;-^5m 1 . JSm^ 1 f-Jl2 0m 1 CiiL, 4 

20/1/0. i ) ~cifnM Ltz%k^ ? DDtwi/Ac^u &mm. 

&$££«ETe*U iI^;-^2 0mllMU;i, S/ 
a^»0'. 2 6 g£-2JD*.. »tt*aETS*Lfc. SIS<&2/U*y 
;i/*7A^ovhr77^ - (?oD*;i/A/y ^y-;U=2 0/ 
1) TfiiSiU mtitzmfc&x.? J -Jl- *J4 y^a t e ;U3i-T- 
^"C^ H a H fSci:i:«i:^ l- [4- (N - y ^;ut $ y ) ^ > 
- 4 - b'^'J N-'OXh K U h • l. 

fife.£ 99-l 0l°C(EtOH-i-Pr 2 O) 
TC^I/fffi (C 30 H 3 4N 3 0 8 -0.25H 2 O t LT) 
C (%) H (%) N (%) 
SffUfi 63.31 6.11 7.38 
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H^Ht 63.21 6.18 7.39 

mmm 12 1 

(3R) -3-*??'J2>— ;u N- (a--/^yfjK^ 
jV) %Jl,s<j- ho. 3 6 g<D2 -zr? ; >^i:yf;^ D $ k 

#U ^ B B H ^MtSC tic J: £ N (3R) -3- [ [N - (a- 

^'J^A^d; KO. 1 7g^ife^ B B H ttTI#/c 0 

ife£ i l 5 - l l 7°c (2 » 

TC^^tif'fit (C20H29N2 0 2 Br • Hi Ob LT) 

C (%) H (%) N (90 Br (%) 
SlUfi 56.21 7.31 6.55 18.70 

mmm 55.87 7.1 6 6.48 is. 60 
mmm 1 2 2 

-ho. 2 2g0^y-;«i: N l 

^s^eets^u n>btitzmm&isv *^7a?d7 

- (^dd;J-w1,A/^;-VNH 1 OH=20/1/0. 
I- J: *M - ( 3 - 7 i^;U^n - 4 - h*^< 'J N-'O 

flfe£ 1 1 9-1 20 °C (CH 3 CN) 
Tt^^flfffi (C2 8 H 32 N 2 0 2 tbt) 

C (90 H (%) N (%) 

mmm 78.47 7.53 6.54 
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mmm 78. 41 7.51 6.50 
mmm 1 2 3 

1- ( 3 -i/TJ Ov^lO - 4 - t'^V N-^>XhK 
UA*;My-f3. 7 0 gSO' h 'J ^ > 1 . 0 5gCDh° 

'J^>1 OOral ISTs ffifEtt7jcfft#x£ 1 . 5 Bf ^SA 

j ? j -jl= 9 5/5) rmWl-tZZtlzJ:*) 1 - (3-^*77^ 
^<^e^;U^<>^;l/) - 4 - t"^ 'J ^ N-'OXh F'J^*^< 
^-h3. 8 8 g^ffe7^7 7 Xtbt#fc 0 ZCDO. 30g 
^i^;-^5mi i:i§SU 4 ^i^rkTK^Olt^^^^^ 2 
m 1 ^tm^/c^ ^^MEES*L#^n/c^^|&jL^^-^ 
jL^;U^--r-;l/^t>ffi^ H ^^-'SC irtCckO 1 - (3 - ^:*;*7 
<< fr^y i? fr) - A - V^V N-^>Xh KU ^ft^^y- 
K.& 1 4 7 - 1 5 0 °C (AcOEt-Eti O) 
itm^m (C 2 7H 30 N 3 Oj SCI -0.75H 2 OtLX) 

C (%) H (%) N (%) Br (%) C 1 (%) 
gifcit 63.64 6.23 8.25 6.29 6.96 

mmm 6s.se e. h 8.20 6.37 7.01 
mmm 1 2 4 

1- ( 3 Jl'**:^ ifji) - 4 - h*^ N- 
<>Xt K'J - h 2. 8 0 g©T-t? h > 3 0ml ^^(r 

aVIt/f-JUO. 3 8 m 1 ^■jfjDx. 5 . 5^FHiaatL/co »JSE*«E 
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^-VNH 4 OH= 10 0/10/1) cTfsmu/cm. 
nfcaM B ^^^Do^;UA^^^ H B H -r^c 1 - ( 3 - T 

ife* 1 6 5 - 1 7 0 °C (CHC 1 3 ) 

TC^^fltt (C29H34N4 O4 tit) 

C (96) H (%) N (%) 
SlSllfi 69.30 6.82 11.15 
^®*16 69.00 6.83 11.17 

mmm 125 

3 ? 'J ;u N- (o-i/^D^>fM>^i/) 77 ;U 
^V-hO. 8 0 3 g£S>?oay*:/2 Om 1 Cg^U Tfc&T 
8 0% m-^Da^B^o. 5 1 5 g^tD^. N ^jg-r 1 5 B 

ra«#ufco Kmm&mmn-mm-t- h »; ^ATkjg&ca^? 

J£Tifei£ Lx *§7Kiit»v r * A T*K« b fifis^ v ^ * is ry 
A£«*u «tt*«ffiji|g-r-5^ttrj:t).. l-^ + S/K-^S- 
+ 5* ? »J A/ N — (<* - o^O^L-^VS^l/) 77>>U^<y- 
h 0 . 1 0 8 g t LTf#fc 0 

»*#flrffi (m/z) : (FAB) 3 4 5 (M + +1) 
6ii8^«^^b;KCDCl,', TMSrtS&aUp) 
6 : 1. 00-2. 20 (14 H, m), 
3. 20-3. 80 (6 H, m), 
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4. 10-4. 40 ( 1 H, m) , 

4. 8 0-5. 10 ( 1 H, m) , 

5. 49, 5. 85 (1 H, brsx2) 
7. 20-7. 50 (5 H, m) 

mmm i 2 6 

l-(3, 4 hnAi>i?;u) - 4 - U Z?Jl N-'O 
XtF'J ;U;*7;U^V- hi. 71 g^-x^y 15ml * 
y-;H 5 m 1 ©i^^|i:|gj||l, ^^--^y;i/^T7K^# 

PU i/**mo. 8 1 5g*Mfc^ «fflE*«BEe*L»6n 

^y-;l/= 2 0/1 — 1 0/1) Tf&SU T-tr h-h «J;i/->f v 
^o^V-^T@fb^-6C tCJ:^ 1- (3, 4-^T$y-N:> 
^;U) - 4-t^»J^^ N-'OXbF'J^^V-F-i/a 
5>T V7a'<J-A,m&0. 5 0 g^ffe@f$tl 

HL& 1 2 8 - 1 3 0 °C (CH 3 CN-i-PrOH) 
7t;^7>#Ht (C 2 8H 32 N4 0 6 - 0.5 C 3 H 8 O ■ 0.5 H 2 Ok 
LT) 

C (96) H (%) N («) 
63.31 6.66 10.01 

mmm 63.56 6.55 9.82 

»l»«ffi (m/z) : (FAB) 431 (M + +1) 
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mmm 


- R 4 




77 




C 0 O H 

i 

C O O H 
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1 

C 0 0 H 
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1 
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w / 
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\ 
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HJffiM 
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COOH 

i 
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1 

COOH 


86 
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COOH 
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COOH 
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COOH 
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1 
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mmm 


R 1 


a m 




90 


/ 




COOH " 

H00C / 


91 


/ 




COOH 
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93 




H 


2 H C 1 


94 


a 
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mmm 


R 1 


a m 




107 






/ 


NH 






H 


108 






/ 


Xj" 


H C 1 


109 




ft} 


/ C00H 

/ 

H00C x 


n. 


110 






/ 




S COOH 

/ 

H00C x 
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/ 


/ 




/ COOH 

/ 

HOOC^ 
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/ COOH 
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120 
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R 1 


a m 




124 




NH 


CHsCOOH 


125 


Cf 


0 




126 






C 0 OH 

1 
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4&#0d 1 

*mwit&%d 5. o 

*L fi 113.6 

^ B ^-tr;Un-x 2 8. 4 

HMfcRWIfc 1. 5 

^f7'J>l?y*^i l. 5 



^^HjYfc^^i5g. 7n-x34o. 8 g*>«k wastes -b^ 

d-X8 5. 2 g*DCM<&«£ffl^Tfi^Ufco n- 
5 - =J ? 3? - £flH>TEE*tfiJcJB U 71/ - ?«EE««&£#fc 0 

e s htS^rffl^TISigL^o ffo5i.S{::@3Cfe7jc^>r ®? 4 . 5g&ck 

5 o m g 3000 m&mzo 





5. 


0 




9 5. 


2 




4 0. 


8 


f-^en U K>K 2 5 


7. 


5 


^f7'J r * i/ *J A 


1 . 


5 




2. 


3 


2 9 10 






<K U if - U>r'j3-;l/ 6 0 0 0 


0 . 


4 




1 . 


1 




0. 


7 



*&W<t&<® 1 5g, 5? h-X 2 8 5. 6 gfcJ;0'=i->x^ 
1 2 2. 4 g£8fc»»a£tfti»«f-e$i<£Lfco SUtr^U f-^e 
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it^fpCX^T 'J >Br?r*->^A4. 5g£jQx.. DCIS^fi 

1115 0mg©ii3 0 0 0lE^#/;o 

JijCt KD + i/^otf^^f ;Hr;bn-x 2 9 1 0 2. 3 g> 
^•Jxf-U>rU3-;l/6 0 0 0 0. 4 g, Z8ftf-^>-l. 1 
g *>* J: 0. 7g£7jc24. 2gi:»iBU 

#3&&JHfc£1Sl 1 0mg^ItM90mll«U ^dl^ 
^^finx.T^i £ 1 00ml t LfcgU 1 m 1 >^;Kl 1 m 1 

f^ttu i i 5 8 c-3 oftmmmmmL, mxmmt^tz 0 

?l ft 4 5 0 u g 

if 5 0 0 u g 

*ftty<£&&S g. ?Uf 4 5 g^-Cl^- U ^*g£^2 0 0 
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